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m^M 1 ] ^ ( I ) 

R— W— S(0)a— X— Y-nT)-z'^2_23_^J) (5 

(0)-, -S(0)2-tfzi±^^^^^L. m.AitW:^^ftx\y>Xi> x\^^-^uv^ji^m. 

T^> J;v^2ffiliOiItfe(^>M>fl:7K*^=£-^U Z2{i-N(R1)-. -0-, -SCO)- -S(0 
)2- -CO-, -CH(Rl)- tfzim^^ (R 1 {i7XmilT-^ Sm^tLTV^T^ j;v> 
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2] Z2;&?-N(R1)- tf^ti -CH(Rl)- (R 1 iillrf fit 1^^^ =1:^1- 

L T «m tLT T ^> i v^3^^5^^ L -c v> it^:^ 1 1 fimc^'fb-^tro 
[m^:^ 1 3 1 

^ (I) ^ (I a) 

R— W— S(0)a— X-Hf— n'aV-z'-?^ (B^ (ta) 
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jvx)V:^.c=.)],^^ g^^tt-rv^T^) J;v^Tv;^*. j:.y^TMt^fixy^^x^ 
^^^wsK^v;!^^. m^^fi-x:\^^xi> X\^^:fy)W^^^ )U^tfzim^^fixy^^xi> 
J: v^T 5 ym^m U R 1 4 i: R 1 5 t tc^^ LTMm^ tiT v^T ^> J: v> 

^ (I) ^ (I c) 
Ht8] 



R-^»-S(0)a-X--r-N7)-z'-Z^jQ^l7 (,c) 

W:m^fiX\^-x^ jvmtfzimm^fiXx^^Xi, 

^ (I) 36^ ^ (I d) 

Wk9] 

R-«-S (0)a-X— Y-n7V-z'-z2^^^''^N 
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#19^7- 1 1 2 9 7 0-^<&|| 
#li^5 - 2 0 8 9 4 

ai^<2r|g^9 6/1 6 9 4 0-f-/N'^ 7 I- h 
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5 ] 

mm^mm9 6/1002 2-f-^N->7ix-;/ h 

mm<^mm0-2 X 0 6 2 3 4^^^>y U y ^ 

r^^#ii^^m 1 ] 

r^:^^-^ji^':^y.^r^i.^ju.^^:^^^j^^ 1 9 9 8^, ^ 

4 1^, p. 3 3 5 7J 
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imm ^ m^-t ^fztb j 
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(1) ^ (I) 

[-fbio] 

R-H»-S(0)^X— Y-w7)-z'-z2-z3-(7) (O 

(0)-. -S(0)2-t/cii^^^^,T^U ^A{igm$tLTv^T^>J:v.tfni;v'>^ 
r^>J:v^2ffiO#:*^(7)^<b7k^^^^U Z2(±_N(R1)., _o_, .s(o)_, _s(o 

)2-. -CO-. -cH(Ri)- tTtii^^^ (R^i^mm^. mm^tLx^.^x^^x^.^ 

^i.'4rv;i.^$7t{itt^^tLTv.T^>J:v.:^;w.^^;i,^^,^^) ^^^^^^ ^^^^ 

( 2 ) t?fB ( 1 ) mm.(Djt^^<7) yu ; 

(3) R^m^^tlx^>xtx^.^rv-Jumx^:hm^ d) fB|go>fb^t?; 

^^^fir^^-xi, > vv Ji^x^^mt?. (1) IBmo^fb-^t^; 

(5) w;6^^it^^T'*^ttifi (1) mmo^t^i^; 

(6) X:6^W$*LTv>T^>J:v.21iomt*c<^^<b7fc#^'e^^|jie (1) 

(7) Y;^^'-CO-Tab^BufB (1) fsmo^b^tf ; 

(8) ^A^^^g^^tLTv.T^>j:v.if^vi;>^^,^^^ig tm<oit^m 
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(9) ^ 
Utl 11 



mi 2] 



-jf <c ^ 



[^4^. R2, r3, r4, r5, r6, r7^ r8, r9, rIO, r11, 

R 1 2:fej;t;?R 1 3 {i-etLe*^^$3z: LTfim$ ttTV^T ^> J: v^^'fbTK^S. 
^ttTV>T^ J;^/vJc^S^ S^^tLTV^T^) J:v*^:t-;l/^. ®|^;^ti.TV>T*> 

> R2i:R3^ R5tR6^ R6tR7^ rS^rS, R 9 ^ R 1 0 ^ f.(iR 1 



(1 0) ^ 

Wbi 3] 



Hki 4] 
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(1 1) WBK^if:h>( ^r^^-)l'm^mLX\^>Xi>X\^^mMmtR^ tibm^: 

L T HU IB ( 1 ) f B^O'Tb'^!^ ; 
(12) Z 2,6^' -N(Rl)- ^T^ifi -CH(Rl)- (R 1 (±mfB^ |W|«^=^^-to ) 

m$tLTV^T^><J:i/^m?r5^^tTV^^mfB (1) fB^^^^b-g-i^ ; 
(13) 

^ (I) ^ (I a) 

R— W— «(0)a— X-Hf— nTV-z'-Z^ 



<DiB-^(itlrfBi:l^itaf:^-r] -e*>;s>H&fB (1) iBao^b-^!^ ; 

(14) Z 2 a^^-^M^i^^tr^^HUlB (13) fB«<7)<t;^tf ; 

(15) Z 3 43J:tFz4;65^^tL-rti4*5:l^-C:3-^y*trSm$tLTv*T^>iv^2 

m<7)mwi<o^it^m&x^:hmm (13) iBm<7)'fb'^JK7 ; 

(16) 
^ (I) (I b) 

['fbl 6] 

C^4'> R 1 443j:yfR 1 5 (i^tL-rta*tz: LTtK^JI^. Sm^tLTV^T^ J: 
J:v^T^ y^=S:^U R 1 4 tR 1 5 t >6«J[v^lc^>g-Lrmife$ti-"rv^T "fc J: 
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^-i^ : 10/ 



(1 7) 

^ (I ) ^ ( I c ) 

I'fbi 7] 

Die 



4 r 



X\^^T^y&^mU R 1 6 1 7 tid^SLv^cft-^LTfim^tLTv^T^) iv^ 

w^MmLx\^^xi>x<. iik(DU-^i.mutmMm^^-ro : -c^b^mffl (i) 

(1 8) 
^ (I) ^ (I d) 
['fbl 8] 

R— W— S(0)a-X— Y-wT^z'^^rf^J^N 0«J) 
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^-v: 11/ 



T-absmifl (1) mmcoit^m; 

(19) a>6-*2T-ab^miB (1) ^m.(Di\:^m ; 

(2 0) HulE (1) tT^c^ii (2) l2mo<b^J^^^^-r^i^:^#mi:-t-'?>^^ 

(2 1) ^immmmmx'^^mM^ (2 0) lemoism ; 

(22) m^^\:M.mmmmxm^m.mmr-;k:hmm (20) iB«og^; 

(2 3) 'L^mum. m!k^m. muw^mik^m. miia^m^mttzit^m^ -m 
^(Djfa.^m^m(o'fw ' mm^T^^mz (2 0) Mm<7)mm ; ^^tizm-t^o 

[0 0 0 7] 

7^xi>r V -;v*#75^^0$ Lv^o 

vrJ^n^^^;!/^ vjJ'n^^v;^ ^yi7U^'f^)V^ v 

3 n-'OT-^- 1 --f 2 --y^u^^^y— I —y( 3--y^u^ 
^■t>-l-^;K 1 -i^^' n7'x>'- 1 1 - v:J^ n^>7^>- 1 
;K 1 -->:5'n^^-lr>'- 1 1 - v:?' n^T^f- >- 1 ;1/^oC 3 _ 

-l-'f;V. 2, 4 -i/:;^n^^-ij-i;j^^- 1 2 , 5 -v^ ^^i|^•^^vJ■ 
aiiE# 2003-3107171 
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^-z^ : 12/ 



^^^mR^\:pi^mmi)mifhfi. •7a.-;v, T>'h';;K y 

tfz. mikom\:^m&<7)mtLXI,t. 1.2-v?llF^•:^7^;^^ 1.2,3. 
[0 0 0 8] 

M^l^?-^;6-'c>®{ftLyi:^xnJ!i^l;&v^L3« (^t L < ti 1 '^v^L 2m) ^ 
^^^< fc*> lis ($f$L<(±l^v^L4^@, :^<blw^* L<«il'5jv^L2'j0) ^ 

^y^V^V^ 1. 2, 3-:t^-9-vTy"'i;;V'^ 1, 2. 4-:t^-9-vTyV;^. 1.3, 

4-:t-^-9-vTy'';;K yy-r-::^;^ i . 2. 3 -^Tvryu;K 1.2,4-^ 
T->'Ty*';;K 1 , 3. 4-f-T':^Ty';;K 1, 2, 3- f v t^v^k 1.2,4 

^^yy7^;K -Y y^^^yy 7->'^^ ^>y Cb] -f-Ji^;!/, ^>KV;v 
^ -fy^>'KU;i'> iH--^>^^y';;K ^>X^^^yi;;K ^:xy:t^"9-y 
';;k 1, 2-^>y^y^^"9-yu;K ^>y-^Tyu;v. ^>yt:'7-;v. 
1 , 2 -^^y-Y y^ryv 1 H-^>y h v Ty';;K ^y';;K -fy^ 
yv;^ v^y';^;K ^•^yv^;K ^y^i^v^;K y^7>?-;K -t-yf- 
yi;-;i/^ y-rVi^-^K :j&;w^yi;;K ;K /ff-* 
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^-v: 13/ 



'7JL':^v?c^;K 7 j^y ^-ij-^^-;!/^ ■^T>M^c:::;K 7i^h';>^«=^ 
7 ■:^ ^ n »; > K V >^-;v> tfn n C i , 2 - b ] e v ri^:=-)^. 

V*n C 1 , 5 - a ) v;k ^ ^V' C 1 , 2 - a D < ^ V C 

1 . 5 - a] ^ iJ^V C 1 . 2 - bD l^'V i5^-:^^;v. ^ C 1 , 2 

-a] t:V5i^^;K 1 , 2 , 4 - h ij TV'n C4,3-a] eVi^;V. 1.2,4 
-hVTVn C4.3-b] ei;^v-;v^<7?8-l 6M mtL<lt^ 8-1 
2 M) mtL< {i. Btfffi Lfc 5 ^ L 6 M<^^#2^^m 

m-tfzitm^j:^fzm.mm.2-'3m mti.<ii. zm) :^m^Lfzm.mn. 
Lfzmmn. t^t>imtL<it4>vv)i^. ^vy^^^;^ ^>v* Cb] ^ 

^-fe^^;K k:ni;v.r.;K x h 7 li Ko "7 V ;K i^' 

-;i'^<^3~8* (iJt L< {±5~6M) <7)^^p*^v^fi:^^ ($ftL<{±l& 

V ^ K V )i^m<o X 0 KmmLfz$^^^m^m:mmmm i-2m mtL<ii 
. 1^) ^^^>-^>m-2m ($fSL<{±. im) tm^Lfzmm'^. mm 
Lfz$^^^m^^m.mwmi'-2m mtL<it. im) Tf)mmLfz5^j:\^^L 
eM(D^^m^m.^mmM&<7)m.mm.i-2m mtL<ii. im) tm^Ltz 

^^VMil, 2, 3, 4-T- h^H Kn^y 1.2,3,4-xb7 
[0 0 0 9] 
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2 002-3 38939 



Ttiv^r^yy (NT- T- • ) =N-T W*. T T- 

[0 0 10] 

J tc^tt* rrv-;vj tLXit. m^i£. r>'h.;;i. 
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15/ 



(M^ >^;v^;v> C 2 - 6 ^vvM^v. /^^^'>"^b$tL-c^/^ 
'f 1 - T-fe*^ v^;v5& 1 - tf n 1; -j=.}\/i3 e^^^i; v 

. [0 0 11] 
[0 0 12] 
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^-i^: 16/ 



J i^zisif:h rT;u^;H tLXii. n-:/ne;K 
y7°ne;K n--7'^;i/, -fV7'^;K sec-:f>^;K tert-:r^;K n-^:^ 

1 . 1 ->^^^;U7*^;l/, 2 , 2 - f^;l/r^;K 3,3-v^^;l^ 
r/^^v. 3, 3-vV^;i/7'ne;i/^coc i_6T;i'^;i/^^^We>tL;g,o i-r 

;vj tciJit-S rr;i/^~;i'J tLTi±. -PH^tf. tf-;K TV;K ^y^u^^cz. 

2-:/-r-;K 3-7'x^;v. 2 1 2-^?^;^ 
-2-"/-r-;K 3-^'^;i'-2-:rT-^;K 1-^>7^^;k 2-^>'t-— ;v 
^ 3—^>7-:=.)l'^ 4— ^:^t--=-;K 4-;>f^;P-3 --^^t-^^K 1 -^^-fe 

-yne^;K 2-7^^-;^ 3-^;^^^;^. 

->^;v^ 3-^^v^;K 4-'\^>'— ;k 5 C 2 - 6 "^-"^"^ 

10 0 13] 



f±iliE#2 003-3107171 



#0 2002-338939 



^--J : 17/ 



;l/>Jr^;l/^^?^lf i^tL^o ffif^^ ttTV^T ^> i n T ;^<>--;K7)g 

[0 0 14] 

[0 0 15] 

^^xiiX^^mmm^} Kiiif^mmmtLx<D mm^*ix\i^xi>x\^^T^yj 
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njchc^i/, yy) ^uu;^ Y^z/, 2, 2, 2 - h V n n j:. h i^v^) ;j>f>S 
^<^Ci_6T;i/^;i/^) . Tv;v (C i _ e T;^:^^y (M> !^;v^;k t 

h V 7;V:t-n^ h ^e/5&;V;K::::;K 2, 2, 2-hV7;V^n-xh 
^->:^;vjK-;k h i; nn^ 2, 2, 2-h';^nna^h 

Ci_6T;v^;i'f-:t'f ^ K-r;K T^vV^) , i ~ 2^ioc i _ e T;v^;v 

^t»cr ^ y LT(±. m^lt^ 1 -T-lf^v~;K 1 - ifn v fef-^U >^ 

y. •^:t-=E;v^';y, •t;i/5^vy. l -e^7>?~;vi5J:i/4&tC'(£^T;v^;i/ 
(^L y-f-;K yne;K -fyy'nt*;!/, t-y^;K 

'\^v;v#(7)Ci_6T;i'^;^#) . Ty;v^;v (^aj, 7^^^.^ 

-•?-y-^;i/^coC 6 - 1 0 T V ^^;t'LTv^r J: -e^^ v?^;v 

. l-lfn';;K l->f 5irvi;;v^03~8M ($f t L < i± 5 ~ 6M) O^^^c 
T^y>5jt';6^'W?>tt>2>o 
[0 0 16] 
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^-i^: 19/ 



^yyy^-yti sec-7'h^v;?7;VsK— tert-T* 

(DC i-^r)V:n^i/ij)V7t^c:.)vmi}mt Lv>o 

^ (0^L<{i. C 6- 1 0"^'>'^''^-C 1 -4T;V3^'>-3(7;V:^'^;i':&ir) 
[0 0 17] 
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-7:^^;^ l-^^^^;^. 2— t-7^;i.^oc6-i o^V-;v^) . r9 

^ r^^^J tmm<o^^j:t^) , i~2'IB0Ci_6T;v^;i/-eg^^tLTv^ 
xi, x\^^r ^ ym^mfhfi:ho m\^mr)}y^)v^ mLT)v^=u)v^ i^^uriv 

v^T^<t<. -e-(^am»t LTti, Mx.(f. TKm^. am^^XTV^T^ J:v^T^ 

yy#. 3^mm) > ^hn^, vry*. i^v^ 

MiT;^^;i^^LT{i. J^^;K n-y-nif;^ ^VT^nn';!^ 

> n-y^;K ^y7'5^;K sec-:/^;K tert-:/f^;K ^>^;K 

^•^v. n-y-h^v, ^yy'h^v-. sec-y'h^v, tert-y*h^v^OC 
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^nr;v^;i' (ffl^ vi^'nT'ntf;^ viJ'ny-?^;^ v^n^^'-^;^ v:J'n^ 
. C 7- 1 oT^;^^;^ ^>'v;k "7j^^^;v^. i!tftL<ti 

•7at^;K 2-'^:7^;v^oc 6 - 1 oT"^^''^^) ^^WLT 

v^T^> iv^ 1 -tf^^ v^;1':*;i/jK^;v^co3 ~8M ($?^ L< {i5 ~6M) <^ 

/■^^^-f;vj ^J:r>^ rm^^tLTv^T^ J;v^y?>;i/"7T^'l';vJ icisit'&a!^*^: L 
[0 0 18] 
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^-i^: 22/ 



^ o 

[0 0 19] 

RiiLTfi. ^^^^'>J!r.^, Ci_6T;w^;K Ca-e^;!^^-;!/. C2_6T;v^- 

C2-6T;i/^^;v. C2-6T;v^^;1'. g^^tLTv^r^ iv^r ^ y . 
vTy> fil^^tL-rv^T^) iv^T^ vV:feJ:tfj:.;^xMbab^vMiT^ hMk 

$tLTv^T^> J:v>T';-;v (0tL<it, l-•:^•7^;K 2->:^7^ 

;v^(7)C 6 - 1 4 T V ~;^^) Lv>o 

nrvi^.i^-egm^tLTv^T^) iv^:^^^ mtL<li. ^>KV;K 
[0 0 2 0] 
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^-y : 23/ 



[0 0 2 1] 

^^tLTv^T^) ct;v^2«coiit*toR<b7X**J icistt-g) r2ffi<o^)b'coR^b7K^ 

LTti. 1, 2-7a^^l^>. 1, 3 /it± 1 , 4- 
•7 - V > ^ if ;65^lf tt o 

TV*T ^ J: 2 ^<^>il)i:^<^^'fb7{c^*t /ctig^^ ttTv^r ^> i v^y ^ i/ >^ 
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^-V: 24/ 



o 

[0 0 2 2] 

Hfrf^^1='^ Y{i-C0- -S(0)-. -S(0)2- t.fz\t1^^^^7T^to 
Y tLX\t-G^-iim-^ Lv^o 
[0 0 2 3] 

^AT^^tL^ rsm$tLTv>T^> iv^enus^^^^ . rsm^ttrv^T^b 

&Mi3 1^v^L5i@ ($f*b<(i> I5&v^t31@) ®^L'Cv^-r^> J:v/>o ^J&^-C 
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: 25/ 



— n'aV- 



I'fb2 0] 



[0 0 2 4] 

ttrv^T^) J:v^2#iOim<^^<fc7X**J ic:fefrt^ r2«cD6I4^<^>^'fb7X^*J 
Z ^ isxx/z ^ X-^iL^i^l^^i^l^ [W^^fi-ry^^xt X\^^2m(om^<DMiit 

[0 0 2 51 

mifi^ff^. Z2{i -N(Rl)-, -0- -S(0)-, -S(0)2- -CO-. -CH(R1)- tfz 
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^--J : 26/ 



RlT-^^tt^ rem^ttTV^T^) J:v^^<b7K^*J ic:felt^ r.^>fb7K^*J 

^t;v^;i/^ t;V'5"^-'v> t)^^^^)i^^ t';-;^> viJ'nT;^^;^^^ j:?/->^ 

Ri-e^$tt;5, rmm^ttrv^-cj) iv^^-fbiK^SJ i:::feit^em*fc ltj* 
Rl-e^$ti,^ reSfe^ttTV^T'i) J:v>:^?;w^^^;i/SJ LTti. Rt?^$ 



tlJiE#2 003-3107171 



#M 2002-338939 



^-v: 27/ 



Z2tLTii. -N(Rl)-. -CO- tfzii^^^fj:t'mftL^^o 
[0 0 2 6] 

gm«rtg^f£gtci ^v^LS'fi (i?tL<{i. l^v^L2#) mmLx\^^xi>x 
[0 0 2 7] 

im^^>L3m^tT^^mMmwtfzm¥^mmm.mm. isxv^ Ci'O^miMi'f- 
^ X m^Mm=^7i)^hmiifitz^-Tr2^^:^ i -fs^jv^ t s-o-^tf 5 ^^v^ l e m<^3^ 

(fRIAff. eui^v, VfV^v^v, tfViTi^v, en-;i/ 

^ 5 if^y'-;!/, hVTy-;^, f^^t^o^^. T^^, ^TV-;!^ 

^iixxrmMw.^-ib^hmii'^fz^-T^m^^im^j:^^L3m'^tf5^j:y^^L9M ( 
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^--J: 28/ 



KneVi?'v>> i^\^Vu\£^y^ >^liKnkfn-;K v^'t: Knf^:^- -7 i -J 
tKn^^^^ tf^7^^>. ^^HJ-li Knii'u ^ i^v, ^^-9-^^ K 

ntfi;rv?^> T-h^t:Kne^>> •*;i/7^V>'> eni;>?>, 

M m^mtT^m mmm) j iiLrti. s^v^li om (^tL< 

tt, |?ax.{^, --^^-tfV. C3-1 oiy^xiT)l'dr> (^Jx.{f> i^iS' n -^f^ >> v 
^n^>-r>> vi^D^^-fev, v-i^n^y-r^. -> n 7=- > fc') > C3 
- I Qiy^uT)i^:fj> (^J£{i\ Vi^ny^^-, ->^n^>^>, 

tLT{±. C5-6 i^rJ^nr^v-Jr^ ->^n^>^x>. Z/^u^^^ 

>^j:t') ^j:t^mi-tL<. v^nT;i/:^>^ LTtiC 5-6 v^nT;V:^?> ( 



[0 0 2 8] 



ttJiE#2 003-3107171 
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^-v^: 29/ 



Ut2 1] 



U\:2 2] 




C^^". R2. r3. r4, r5, r6, r7^ r8, r9, rIO^ r11, 
Rl 2:fej;tfRl 3{i^tL-e'ti^2:b-Cg|fe$tL-CV^T^)iv^^'ft;7K#S. 
^tLTv^r^ J;vvX^*^ Sm^ttrv^T^) J:v^^;r-;i/^, Slfe$:h,Tv^T ^> 

. R2i:R3, R5i:R6^ R6i:R7^ R8i:R9, R 9 ^ r 1 0 $ j^-j^r 1 
r2, r3, r4^ r5^ r6, r7, r8, r9, rIO^ r11^ r12 

r2, r3, r4^ r5, r6, r7, r8, r9, rIO, r11, r12 



tliiE# 2003-3107171 



#M 2002-338939 



: 30/ 



r2, r3, r4^ r5, r6, r7, r8, r9, rIO, r11, r12 

;|t<^*5& W^tf ^tL;5,o ^T->;V'^J&«^LTV>-C^> J:v^mjfe^i: LTti. tlfffi 
r2, r3, r4^ r5, r6, r7, r8^ r9, rIO^ r11, r12 

r2, r3, r4, r5, r6, r7^ r8, r9, rIO, r11, r12 

IBLfcR-e^^tL^ rsm^tt-rv^T^) iv^m^l^co^'fbTK^XJ tw:felt'g>«m* 
tLX<D reife^ttTv^r^) J:v^:«7;WN*^^;vJ fc|^^<^3l^if;6«^if 'c)tL^o 
r2, r3, r4^ r5, r6, r7, r8^ r9, rIO, r11, r12 

R2tR3^ R5fcR6^ R6tR7, R8tR9^ R9tRl0tfcliRl 



ffiiE# 2003-3107171 



# 



#M 2002-338939 



•tv^^j iziaif^mmmtLXit. mULfzRX-m^fi^h rsm$tLTv^T^>J; 

«e^prtg5fc&gtci^v^L5i@ mtL<ii. i^v^us^) smLrv^r^ 

[0 0 2 9] 
[^b2 3] 



0 f£> fi^ 




Ut2 51 



miE#2 003-31071 



2002-338939 ^-^v • 



{iS^W^egtci>Jtv.L54@ (mL<it. l^^v>L3^@) S^LTv>t\ 
[0 0 3 0] 

[0 0 3 1] 

Ri)- fTtii -cH(Ri)- (RUmmtmMm^mi-o ) -c^»). ^Btc^^^t^ 
^^MmLx\^^:h^t^m7()^mifhfi&o 

^ (I) -e^^^^fl^^i^OjiatLT. y^j:y(,^Xi,. ^ (I) ^ (j ^3 
[Yfc2 6] 

R-Htf-S(0)^— Y-H«7)-z'-z2^V?) (U) 



o 



ffiiE# 2003-3107171 



#M2 002-338939 



[0 0 3 2] 



lb) 
Ut2 71 

J:v.t^ y**,T.U R 1 4 t R 1 5 t^^K^^z^^Lxmm^flX^.^xi>X^.> 

7K^*j ^'^Lxx,^xi,x^>mm^tLxi±. mmLfzRixm^^^;^ mm^ 

4n 7 



O 



ibiiE#2 003-3107171 
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^->^: 34/ 



luffibfcR-e^^^tt;!, [W:^^ftx\^^x i> X\^^m^(omt:^mm is it ^ mm 
R 1 4 R 1 5 tit^^fi^fLK\r^z^^LXM^VX\^^XiyX\^^ [mm^fiX 

[0 0 3 3] 

I c) 



[^[1:2 8] 



,16 
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#M 2002-3. 3 8939 



^-v: 35/ 



tk^^j ^^mLx\^>x^ i:\^^m.mmtLxit. mM^LfzR ^ x^^ii^^ Tsm^ 



miE# 2003-3107171 



#0 2002-338939 



^--J : 36/ 



R 1 6:fej;t/R 1 7 t^ei^'-etL-mav^ir^-^trf^j^LTv^'C^) iv^ rg^$ 

[0 0 3 4] 

^ (I) T^$tL^<b'^!^<^$f$Lv^ig;^fcL-C. -BFO^tf, ^ (I) :;6^ ^ ( 
I d) 
iit2 9) 




ttJiE# 2003-3107171 
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^-i^ : 37/ 



j:v>j^<b7X^*j ici3it^ [mtymm tmm<Dm^j: tTb^mfhfi. mjmt 

R 1 8^j:t;fR 1 9-e^$tL^ TSm^ tLT^^T ^> J: v^tK^SJ . fS^^tt 

J tLXit. RX^^ii^ ^m.^^fLX\^^Xi>X\^mU<DR^t^m^] KiSi^^ 

Tti. RT'^^ttS r'gl^$ttTV^T^>iv^^)tfe<^^>fb7K^^J t'isttsmife^ 
R 1 8 jsiiyfR 1 9-e^$tt^ rgm$^tLTv^-C^> J;v^r^y^J tLXli. 



miE# 2003-3107171 
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^-V : 38/ 



[0 0 3 5] 

(I) X-U-^iLhit^m<D-mMt\^X\i. ^j:^^Xi>. ^ (I) (I d) 

V^^m^-^^2iy)UtL<. ^ (I) Tl)^^ (Id) -e^oTZ 2^JM*11?-T'^ 

[0 0 3 61 

Hulfi^^t•^ afiO, l$/c{i2 (flrtL<{i2) ^^-To 
[0 0 3 71 

^ (I) ■e^^tt^'fb'^tf (mT> ^k-^tJ (I) tB&fB-t^-^t:6^a^^) <^)m 

LT'fb'^i^ (I) \,:.mt-t^i\:-^m^y^^^o it-^m (I) <7>ynK9y 
^tvxit^ it'^m ( I ) <7> T 5 / *>6*T ;Hb> T ;Hb> AMit ^ f^fz 
it'^m {mk\^. it^m (I) or ^ y*7?)^^j:--r 3■9-y-1';Hb^ T^«^;Wb. ^ 
y^)\^T^Jti}\/^^Mt. (5-^-f-;v-2-Ji-^y-i, s-i^^t^yi^^ 
-4-^;v) p« >^y:^;i'^^;Hb> t- h ^ Kny ^ci;Hb. fefn >; 
Mb, liV^*^^;^:t^->^^;Hb> t e r I -f^Mt^fifzit^m^J^i:^) . it 

-a-ti (I) OTKm^^^^Tv'Mb, T;i-^Mbs ^}^m<b^ J5^m<b$tLfc'fb'a-t> 
m^i£. ^b-^% (I) <^7jcm»3&^T-b^Mb, h^Mb, -/n/NV-f;!^ 
'fb, liV^n^Mb, •^-tJ'S/^Mb, T-^vMb. T7^Mb, v^p«f-;vT5 



tBiE#2 003-3107171 
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^-v^ : 39/ 



^frf^tL;5,o ^fih<Dit^mit^i^<&mo)^mK^'oX^\:^m (i) ^-^>m3ti- 

^t^m (I) o'T'n K^^y^/fis 9 9 o^^fij [mm^u<7)m§t 

^t-^m (I) fi. H^TC^ (M. 3h, 14c, 35s.l25i;Sr^f) >^ ^fT*^m$ tvT 
[0 0 3 8] 

ms 0] 

R— W— S(0)a-X— Y— L' + M'-n2^'-Z^-2^— (T) 



R-HS— S (0)r-X— Y-n2)-Z^-Z^-z3— (J) 



0) 



[0 0 3 9] 
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^-""J : 40/ 



UtS 1] 

R— W— S(0)a-X— Y-«T)-z'-^2-l|2 + L^^—Q) 



(IV) , (V) 



R— W— «(0)s-X— Y-N2)-^i-z2-i3— (T) 



(II 



[0 0 4 0] 

ms 2] 



,4-1-' H. 



R— (0)i-x— Y-n^T^-z'-i^'-^-^J) 



R— «— S (0)3-X— Y— H^a)-Z'-Z^^]2) 
(la» 



[0 0 4 1] 
UtS 3] 



H 



R— W— 8(0)5r-X— Y-H<^7)--Z'42»-Z'-^?) ♦ L*-£*-L^ 



(If) I (VI) 
-,4 



R— «— e lOJa— X— Y— N^7^'-Z^^]2) 
(la) 



[0 0 4 2] 
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^-v^: 41/ 



Hb3 4] 

R— W— S (0) , — X— Y-n2)-z'-^2-Z'— (T) 



09) 

maim 



R— «— S (0)— X— Y— nT)-Z'-2^-Z^— (T) 



[0 0 4 3] 

^ (I I) 
Ht3 5l 

R— W— S(0)r-X— Y— l' (") 

m^) . 1 ~3'lio^Nn>5^>l^T-t?sm$ttTv^T^> J;v^Ci_6T;v^;i/;^;v^- 

fi^^t^m (II) (#11. L i^ji^TKms-e^^'fb'^tj (II) =&^8im(ir)i:-r 

;&) ^ (III) 

[^1:3 6] 



m^-n2)-z'-z2-z^-(7) 



oil) 
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^-v: 42/ 



m^M^^-to ] X-mt>^ilx:hit^m (III) ^KJB^^^^t\,zJ:i)it-^m (I 

tfz. :^mt^\:^<^ (III) xit^<DMt. mmm. (w) xitt<7)^ 

m t^Km^^^ZtizX-oXi^^ft>fl&o it-^m (IID 0:^hLT{±, Iff 
T ^ h J^f-;i'T ^ tert-'7^^;Vvp{ 5^;i'T ^ 

im (Mk-it. mmw. di*) :^^)v^m. ^^•3^^>'^^iJ^ ^y-rvT^ 

(p-^ hn^>v;l/) ^^^T') )V^m^t<DU^-m^im}) . Ci 

-6iiHi!3^:?^*>'^^'^^?i'^^ii^t? (^^Jx.{?. mmk (II) vT/i^^ 

t/tOT^ K (^Jx.{^^ (II') i:tf9V«-;i/, 5 ^^Vh 

(^Jx.{f. 7'ne;K ^V7'ntf;w ^yyf-;K se 

ttiiE# 2003-3107171 



#M2 0 0 2-3 3 8 9 3 9 



f^:^ ('E^iJ^t^^ •/ntf;i/^:t, ^-^g 

LT{±. -^Jx-tf. vm^;^"^;^ (l?!lx.{f> 

n - 1 -t Kn^apv^yv-v i; r y'-;l'J^;^x;^^ l-iiKn^v-iH-2- 
-Mb-^i^ (>ittf>o^mmt±C i-6T;v^;v ^-^^K 
, Ci-eT;^^^^^ (^J£«\ ^h^v. Jih^v> •7°n.-}s°^v/, ^vT'n.i^' 

^ o 

5 (DCC> WSC. DIC^) . (^J^ vT/ i9 DPPA 

> BOP-Cl^) . ^i\:4-{4. 6->^^ h ^ 3. 5- h U T v >-2--f ;V)-4-^ 

(DMTMM : ^ — ->-T i^^ xh^^Knv^ 1999. 55. 13 
15 9) m) <^^«Tl3^^tL^o 

jc^j^y-;!/. T'n/iy-;!/. v t'o/nv 



miE#2 003-31071 



#M 2002-338939 : 44/ 

:$:Sfc:4ci3V>T. 'fb^t^ (II) KMLXit^m (III) 0.5-5^4. t 
<itO. 8~2^»^fflv^^o 

0-150 'C^ $ftL<{±- 20-10 O'C'Cib'So 

^s^wji'fb'^!^ (II) xti (III) (Dmm. mmRx/mm<omm. RjBum 

^ici I9M>^^:6^ iitl^l:»-P^^v^L^l OO^F^. $ftL<{±l^l 5^F^^ 

[0 0 4 4] 

^ (IV) 
['fk3 7] 

R— W— S(0)a-X— Y-N^a)-z'-z2-iP (W) 



mSE# 2003-3107171 
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^-v: 45/ 



|sim^*^1-o D -e^^^^^'^l:'^t^ (iv) xti'e-<^:^^^ (v) 

iitZ 8] 

L^— r'— (T) (V/) 

m^) . 1 ~3'l@o>'^^'>':/ll^^-e«m?ttTv*T^) <tv^Ci_6T;v^;v;^;v:3^~ 

^a=&^-to ) t?^$tL;2><b'^% (V) JL^t^<7ym.t.^BJ^^^'t^^hLK^':>X 
it-^m (I) ^mati-^it:;&^-e§^o ^b-a-^ (IV) Xii (V) <^J^^LT{i. 

m) 0^«Tt3^ft>tL^o j6^;e>-^M7n^J(i> 'fb-^tf (V) fr3^bT0.5~l 0 

2[s:S;Sl::^v^T. it^m (V) iC^LT'fb'^J^ (IV) ^0.5-5^4. 
L< {iO. 8~2^ifflv^^o 

^'zajgfi- 20-200 *c. $f^L<{d:- 5-170 t:-eab^o 

^^^F^fi^b-g-^ (IV) Xii (V) RlSzag^JcJ: K) 

mE# 2003-3107171 



2002-338939 ^-v : 46/ 



:^j:^7bK ii#l^l^=&v>U^7 2B#r^. iff* L<(i^^l 5^^v^U^2 4 

I 0 0 4 5 1 

^ (I e) 
['fb3 9] 

R— W— S(0)r-X— Y-»l7)-Z'-i^-Z^— (£) Oe) 



m (le) xii't<Dm.t. m.&^Rji^'-^^^^tKx^^t^m da) ^i^^t-r 

^t^m (I e) <7)mi:LTi±. BuisLTt'fk'^t? (I) tm.mum.^Mm-r ^B. 
t Lx^^fz^o t(Dmiim^^j: t^^mn'i^fi^o 

2f:^JStw:fev^T. ^t^!^ (le) tC^LT^^O . 5 ~ 5 ^tV<iiO. 
5 0 ~ 1 5 0 "C. $f $ L < (i- 2 0 - 1 0 0 VX^^o 

BUBf^mmt^m (I e) xji^«<o®is. mm<Dmm. Kmmt.m^xy)m 

[0 0 4 6] 



miE# 2003-3107171 
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^-z^ : 47/ 



^ (I f) 
['fb4 0] 



H H 



R— (0)a-X— Y-«^a)-^'-z2^-23-^^ 



00 



^ ^ (V I) 
['fb4 11 



^^^&^-iJ:^^i:tcj:oT'ft'a'% (la) Xlt^O^^mi^-t^ ^ tTb^T^ :ho 
[0 0 4 7] 

(If) Xti-eom (it;^:^, ;tm^) ^'fb'^t? (VI) 

it^m (If) o^tLxii^ mmLfz^t^^ d) t^#in:^^?^^-r^m 

t LX^^fzi^(D t(Dm.mm^j: i^:bmiftofi:ho 
it^m (VI) tci3v>T. L4^^j:r>*L4' tLXTf^^fLhmM^tLXit, 

;^'^>'> mkVT)v^)v mk^^)v^ mki^ 



miE#2 003-3107171 



mm 2 0 0 2-3 3 8 9 3 9 : 48/ 



2^^isici5v>-c. 'fb'^^ (If) kzn\^xit^m (VI) 0.5-1 0^*^ 

t < {i 0 . 8 ~ 3 ^S^fflv>^o 
S^Dzajg(±-3 0-250 ^ftL<{i- 10-10 O^CT'^^So 
BMnm^tit-^m (I f ) ^ilF (V I) <^am. ^^E^mi^t:: 
J: ii#llJ 1 rS-'Srv^ 7 2BfF^. L< (i^l 5:S^5^v^L^2 4 

[0 0 4 81 

^ (I g) 

Hb4 2] 

R-«— S (0)a— X— Y-N^A^'-Z^-Z^— (J) 



(ig) 



miE# 2003-3107171 



#M 2 0 0 2-3 3 8 9 3 9 v : 49/ 



v-Y V7*n tf;l/JL--f-;i/^ vp<^;^a:.— 
h p« '^;v-r h , h V (M. T-b b - b V T'n 

^^)^;tCi5V^T. <b^t? (la) KMLXm^itmO. 1-2 o^» mtL< 
amo. 4-1 omm) > :^^0. 1~2 O^S ($jFtb<t±0.4-l 0^4) 



m!E# 2003-3107171 



2002-338939 ^-i^ : 50/ 



MT^m^^^hix^o ^Mmommmit^t^!^ da) kmlxo. 1-2 o^» 

> 0* t < {± 0 . 5 ~ 1 0 ^ST?2b^o 

KfB^mitm- 1 0 t:~it 2 5 0 0* l < itm- 5 150 r-e^b^ 

o 

[0 0 4 9] 

\t%m (I) <r>m^. ^^'^^<k^(D^n.\zmy^^. 'm^\t\\,%m d) 
t/c. 'fb'^tf (I) iL\t^<Dmtimmx^^x^x<. immmff^imm 

[0 0 5 0] 

^mm\'C'^m d) ©^tt-e^^r-^j?. FXa=^ia«L. 



mSE# 2003-3107171 



#^2 0 0 2-3 3 8 9 3 9 : 51/ 

^ik. 'mm.M. Bsk^m. mummiimm. mifsL^m^m. 
msk^mmmmm. rji^y^^^-^-m. -mmmMsk^i^ (tia) . m^m^ 

mmm t <D^mxitnmm^m. 
^m: 

EBmmm (sirs) xim^o m, ^stm, i^^m, msa.mB.^x^m-r^ 
mm^jkmnmrnmim (dio « mMximskXitikm<Dm^izx:h^mm 



miE# 2003-3107171 



#02 002-338939 ^--J : 52/ 

[0 0 5 1] 
[0 0 5 2] 

^b-^t/ (I) xit^om.^±t^<DmmimT^-t^ijmtLxii. mm^mx- 
^mKm^^hitx\^^:h<^^<DWkm.-yj'm^mmt^^t:d^x^^o tfz^ ±m<7ym 
mz^^t^^^ii^ii. 'Z-mizj^^cx. ^(DMmm-r^mmM^mKid\^^x 
M'^my^^i^fi^mmk m^M. mmk mmk v^mn. wmm^m. mm^t 

mmm. mmm^^m^'txmmir^^tTb^x^. %MRifmnMi<^m.'r:6m 
^Kit. MMM. ^^m. mm^m^^m^-txmjt't^^tib^x^:ho ttz. 

^^m^'txmM-r^^t7b^X^:ho 
[0 0 5 3] 



miE#2 003-3107171 



#@[ 2002-338939 ^-i? : 53/ 

h V "^A, U^m^&^Vy^^A, 

m:* ;v V A^:e>5^tf lb tt^ o 

8 0^:;65W^tt-2>o 

. ffl^^H^lC:}3V^Tii#fflV^iba^«fe^J. i^^^J. ^#^J. ^l*^J. ^^^J. 
[0 0 5 4] 

mm=iQ 0kg) 1 0^l9O^#»{±:t^^^ ^b-^tr (I) Xti^O^) 
ttT|5,i)&v>Ll 0 0 Omg. if$L<ii^3>&v^U5 0 Omg. $ <b$f * L < «± 
ItJl O^v^tS 5 Omgt?^!?. ^^h^ lIalSfc{±2 5^V^L3IlIlC:»-frtTl£-^i- 



aiSE# 2003-3107171 



#M 2002-338939 I 54/ 

g*)^v:l9^1jO. 0 1 mg~ltH 0 Omg. L< fil^O. 0 1~|^5 0mg. 
J; $jFt L < 0 . 0 1 2 0 m g ^M'^lt i <9 ^^t^ (Di^mU^-C 

■^hV^^A'^^) '^i:'>6^'^tf?>tL, ^i^^v#ft?MSI)^J^ mx.it^ t;V3-;v (^J 
£«\ , r;V3-;i/ T'n Vf l^^^'V 

^\,z,^f^)u-}^^) , ^ >tt#M?Sft^J (Mx.{f. jJ^V v;v^- > 8 0. H 
CO- 5 0) ^^fc#fflLT^ iv^o ?Att?g[i:LTi±> rf-^vA^ ±3M-^j:ifi}^^ 

>v;1/T;V'3-;k Jfe^tSB-^LT^) J:v^o IS^:^ tL/t'att?S 

^^^-^-mmm m^is. T/^'>. . au::^v-r3-)i^mmm v 



ffiliE# 2003-3107171 



#M 2002-338939 v : 55/ 

v^tLffiv^o CK^i^^^^-^ff^t tT{i. ^Jx.{f. (1) :^mM<7)^\:^^ 
ffl»J^$r|S|^iCWHbLT#P,tL^^— OWJO^-^, (2) 2f:|&5g<^>fk'g-tf 

(3) :^§tm<Dit^^t^mmMt^m^KmMi\:LxnhfL^2m<Dmm 
<om-i^^mm'C(Dmmm'^^^^x<Di^^. (4) ^^m<D^t^mt^mmmt 
^:m^KmMitLxnhix^2momi}<Dm^j:^^^-Bmx<Dmmi&-^. (5) 

■^mmx(Dmmm^is\^^x(D^^ m^i^. ^^m<7)it^m^mmM(ommx 

m<D^\:^m mmmM<Dw.^itit. ^i^^m^ j^t^. m 

:^mm<^^t^m 1 ma^i^^L. o . o i 1 1 o om«^ffl 

10 0 5 5) 

^m^\^i'j:\t^mSixmt^^xii i.\^>o 

%mM(r>fiyAi7U^yCf'7y^~-Ki5n^^mtT-LC (Thin Layer Ch 
romatography, n v h ^■^ 7 ^ -) J; ^||0Tt3^T^t>tL7to TLCll 

^lC:fev^T«. TLCyv- h t LTp«;V^ (Merck) a^<7> 6 0 F 2 5 4 $ fc: 
f iS± v- V T'fk^ttmo N H * . mmmm tLXli:^^^^U'^yy^y^^ 

xmmmmtLxm^^hfifzmm^. ^mmtLxuvmrn^^umLtzo 

AM>'';:*r;v{i|BlD< p(;V:J't±^o^— ^f;v>5^;i/6 0 (7 0 ^Sjv^l 2 3 0 :y 
S^ol) tfzli^—^fJl^ynyGO (2 3 0 55:\/^L4 0 0^ .y->jt.) =Srfflv>/3o 




ttiiE# 2003-3107171 
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^-v: 56/ 



A^:^*tt-> ti r;V(±^± V V vT<b^^±M<7):^*14v V:*NH-DM102 
0 (1 0 0^v^U2 0 0^ -yi^i) =lrfflv^fCo NMR;^^r5' h ;l/{i|*lg|5Xti^fP 
*^ifcLT•r^^^^;^v^>=l^fflv>T>'^*Vr>Gemini 2 0 OMt^^tiS 0 0 

^L/^o I R>^^^ h;vii^^FTZR-8 2 0 OW.:^^^ h n ^ - ^ - 

s : i^>^Vy h (singlet) 

d : VyUy Y (doublet) 

t : hV':^l^y V (triplet) 

q : ^ ^ y }• (quartet) 

dd : iT:/;!/ VXUyY (double doublet) 

m : '^n^'^yuy b (multiplet) 

br : yn - K (broad) 

brs '."fu—V iy'y^^Uy h (broad singlet) 

J '.fivrf^) y^^Wi (coupling constant) 

w S C : im'\SLiJ )v^-J^ ^ Y 

THF : y-Yy\^Yuyyy 

DMF : vp«^;i'j^;vAT^ K 

DMSO : V;^^)V7.)\/^^^yY 
HOBt : 1 Kn^i/^>Xb UTV-;v 
[0 0 5 6] 



l-l3-[(6-^^^-2-•:^7^;^);^;^'■^~;^]y^/^v^;^-4-(lH--f ^ 

--f )V) tf^i; v> 

4-(iH--f ^ ;W n'^U v >-i-*;vji?>mtert-:r-?^;v (#^¥7- 

501556-^<Zr^) (0. 28g) ^AO %m.VCJim^ ^ (4niL) j3 J: tJ^a- ^ y - ;l/ (5mL 



miiE#2 003-3107171 



#M2 0 0 2 -3 3 8 9 3 9 ^-i^ : 57/ 

mhfzo n'^m^'J^ V'fu\£}V3L^7-)V'T^^^\^xn^^fzm^^. DBU(0.34 

Mfl^^3-((6-^nn-2-"^"7-f-;u);5^;i'4^::^;l/)y'n/N'^^ (0.33g) . H0Bt(0.26g 
):feJ:O^SC(0.32g)(DT-b h - h V ;V(15iiiL)51^T^fr::iinx.T^Strl5B#^:6^§tg 

(g^^ji^;i/) -t?fflmtTMia'fb^%*^m#.5(fAi^%®(0.40g, 
83%) L-C#/:o 

NMR (300MHz, CDCI3) 8\ 1.70-1.92 (2H, m), 2.09-2.22 (2H. m). 2.64-2.72 
(IH. m), 2.90-2.97 (2H. m), 3.17-3.25 (IH, m), 3.54-3.61 (2H, m), 4.00-4 
.09 (IH, m), 4.08-4.21 (IH, m), 4.69-4.73 (IH. m), 6.93 (IH, t. J = 1.2) 
, 7.08 (IH. d, J = 1.2), 7.54 (IH. s). 7.60 (IH, dd. J = 8.7 and 2.1), 7 
.93-7.97 (4H, m), 8.49 (IH, d, J = 1.2). 

im^mm. C21H22CIN3O3S • 0. 5H20 ^ t t 

ft^^i (%) :C, 57.20; H. 5.26; N, 9.53 
(%) :C, 57.42 ; H, 5.46; N, 9.47 
[0 0 5 7] 

*ife^J2 

l-l3-[(6-r^^-2-•:^■7^;^);^;^.-^-;^]7'^/^v-f ;^|-4-(lH-^ ^ ^^/-)\^-\ 

3- ( (6-"7'n ^-2-^ y^}V):^)V^:=. ;v) y n >m (0. 38g) i)- h %mm 1 t 
K Lxmmit^^-^^^^-^iO. 21%, 51%) h LT#fCo 

NMR (300MHz. CDCI3) 8\ 1.71-1.90 (2H, m), 2.08-2.22 (2H, m), 2.64-2.72 
(IH. m), 2.90-2.97 (2H. m). 3.17-3.25 (IH, m). 3.54-3.61 (2H, m), 4.00-4 
.04 (IH. m), 4.09-4.21 (2H, m), 4.68-4.73 (IH, m), 6.93 (IH, d, J = 1.2) 
, 7.09 (IH, s), 7.54 (IH, s), 7.73 (IH, dd, J = 8.8 and 2.0), 7.86-7.97 
(3H. m), 8.14 (IH, d, J = 1.8), 8.48 (IH, s). 
Tm^iSxm, C2iH22BrN303S • 0. 7H2O L T 



miE#2 003-3107171 



2002-338939 ^-v? : 58/ 



WmB (%) :c. 51.58; a 4.82; N. 8.59 

Hildli (%) :c, 51.47; H. 4.85; N. 8.56 
[0 0 5 8] 

1- 13- [ (6- rJ' n n -2-•:^ 7 -9^ ;^ ;v ^ ;v] T' n /nV ^ ;i<'| -4- (2- ^ ^ ;V-1H-^ ^ 

4-(2-^^;U-lH-^ $ if^i; ;i/j}x'>^tert-:7*f^;V 

(#a¥7-501556^<&#) (0.27g):6-^^M^?fll ^ |W);itiC LTMffi'fk'^t^^ll'fe 
^*(0.37g, 8Z%)tLxnfZo 

NMR (300MHz, CDCI3) d: 1.68-1.84 (2H, m), 1.97-2.09 (2H, m), 2.42 (3H. 
s), 2.61-2.69 (IH, m). 2. 91-2. 98 (2H, m), 3.15-3.24 (IH, m), 3.54-3.62 (2 
H, m). 4.02-4.13 (2H, m), 4.73-4.77 (IH, m), 6.81 (IH, d, J = 1.5), 6.94 
(IH, d, J = 1.5), 7.60 (IH, dd, J = 8.9 and 2.0), 7.91-7.97 (4H, m), 8. 
50 (IH, s). 

TG^^^^'fit C22H24CIN3O3S • 0. 9H2O tLX 
MfMm. (%) :C, 57.17; H, 5.63; N, 9.09 
(%) :C, 57.28; H, 5.71; N, 9.16 
[0 0 5 9] 

1- 13- [ (6- n 7 ^ ;v) ;^ ;v jj^ - ;v] y n / nV ^ -4- (2-p{ -^^ ;v-iH-'i' ^ 
rv- ;v-i-^ ;u) V -J y 
4-(2-^ ^;v-lH--f 5 ir^/-;v-i-^ ;v) tf^u e^y-i-55;;v*'>@gtert-r^;i/ 

(#^¥7-501556-f-<2r^) (0. 27g) is X 3- ( (6-^ n ^-2-i- -7^)^)7. )Vit^ - )V) 

yn/N->m(o.34g):d-^>^i&^ 1 hnm-^ \.xm%m.'^m^^%.fe^uim%{^Ai 

g. 96%)tLT#fj:o 

NMR (300MHz, CDCI3) 8 \ 1.69-1.85 (2H, m). 1.97-2.08 (2H, m), 2.42 (3H. 
s). 2.65 (IH, t, J = 12.1). 2.91-2.98 (2H. m), 3.16-3.25 (IH, m), 3.54-3 
.62 (2H, m), 4.02-4.11 (2H, m), 4.74-4.77 (IH. m), 6.81 (IH, d, J = 1.5) 
, 6.94 (IH, d, J = 1.5). 7.73 (IH, dd, J = 8.9 and 1.9), 7.87-7.95 (3H, 



miE# 2003-3107171 



mm 2 0 0 2 -3 3 8 9 3 9 ^-i^' : 59/ 

mK 8.14 (IH. s), 8.48 (IH, s). 
^m^^m C22H24BrN303S-0.7H20i: LT 

wmiM (%) : C, 52.53; H, 5.09; N. 8.35 

HSO'lfi (%) :C, 52.34 ; H, 5.30; N, 8.19 
[0 0 6 0] 

1- 13- [ (6- n n -2-i- y^)\^)7. )V .-^ ;v] /nV ^ ;v} -4- {4-^ ;i'-iH-^ ^ 

4-(4-^ ^;v-lH-^ ^ ^V-;wi-^ ;v) tf^ v v^^'-i-:??; ;i/j^*>mtert-:/f^;i/ 
(#^¥7-501556^<2r#) (0.39g):;&-<b^it|ffll fclWI^tfrC LTmiB'fb'g-J^Srit-fe 
5i&*(0.41g, 70%)i:LT#;to 

NMR (200MHz, CDCI3) 8: 1.74-1.95 (2H. m). 2.12-2.27 (2H. m). 2.21 (3H, 
d, J = 0.8), 2.60-2.72 (IH, m), 2.89-2.97 (2H, m), 3.12-3.24 (IH, m). 3. 
53-3.62 (2H, m), 3.96-4.14 (2H, m). 4.65-4.72 (IH. m), 6.63 (IH. s). 7.4 
1 (IH, d. J = 1.0), 7.60 (IH, dd, J = 8.8 and 1.8), 7.93-7.97 (4H, m), 8 
.49 (IH, s). 

itm^mm, C22H24CIN3O3S- 0. 9H2O i: L T 
tf-^'fit (%) :C. 58.08 ; H, 5.54; N, 9.24 
Hiim (%) :C, 57.81 ; H, 5.79; N, 9.53 
[0 0 6 1] 

1- 13- [ (6- y n ^-2-± 7 ^ ;i/) ;^ ;v >^ - 7" n /^v ^ ;v| -4- (4-p{ ^ ;v-lH-'f 5 

(#^¥7-501556-^-^^) (0.39g) :fe J;J>'3-((6-rn^-2-t--7^;i/);^;i'*^;v 

NMR (200MHz, CDCI3) S: 1.68-1.86 (2H, m). 2.12-2.27 (2H, m), 2.21 (3H, 
d, J = 0.6), 2.60-2.73 (IH, m), 2.89-2.96 (2H, m), 3.10-3.24 (IH, m), 3. 



miE#2 003-3107171 



#M 2 0 0 2-3 3 8 9 3 9 v : 60/ 

53^3.61 (2H, m), 3.96-4.10 (2H, m). 4.65-4.71 (IH, m), 6.63 (IH, s). 7.4 

1 (IH. d, J = 1.4), 7.73 (IH. dd. J = 8.8 and 2.0), 7.84-7.93 (3H, m). 8 

.13 (IH, d. J = 1.6), 8.48 (IH, s). 

ytm^^M C22H24BrN303S-H20t LT 

nM^m (%) :C, 51.97; H, 5.15; N, 8.26 

(%) :C, 52.03 ; H, 4.99; N, 8.39 

[0 0 6 2] 
mMM7 

7a) 4-(2,4-v>« ■^;V-1H-^ ^ ;V) tfy><); i^y-i-:^ JV^yMtert- 

2,4-v^^;i/^ ^ yy-;v(5. 16g) <!:4-((p<^;v;2^;vj}^-;v):t^v')-l-tf^i; 
-J^:^ ;^5K>mtert-r^;V (lOg) J: X/RM^ V A (4. 95g) C7)DMFil^?i^(80mL) 

p< ^ iJ' y -;V/T>-=er:T7fC=100/3. 5/0. 536^^100/10/1) -effliSLT® 
fH^b^!^«r^'fer4)|^%(0.58g. 6%)fcfC#/;:o 

iH-NMR (300MHz, CDCI3) S: 1.43 (9H, s), 1.66-1.92 (3H, m), 2.16 (3H, s) 
, 2.37 (3H, s), 2.77-2.85 (2H. m), 3.79-3.91 (2H, m), 4.26 (2H, m), 6.55 
(IH, s). 

7b) 1- 13- [ (6- iJ' n n -2-•:^ 7 ;v) ;^ ;u si^ ^ ;v] y n NV ^ -4- (2, 4--J;<f- )V- 
IH-Y ^ ^v'~-)V-\-y( )v) e^i; 

IIWJ7a)T#fc4-(2,4-v> ^;V-1H--1' ^ iJ^y-;v-l-'f ;v) e^'; v>'-i-:^ 
jV'i^'vmert-:/^-;!^ (o.28g);&>^^ifeffili tragic frmie'fk'g-%«:ii'feJi^5K( 

0.21g, 46%)tfr#7to 

NMR (300MHz, CDCI3) (5: 1.65-1.79 (2H, m), 1.93-2.05 (2H, m), 2.16 (3H, 
d, J = 0.9), 2.37 (3H, s), 2.58-2.67 (IH, m), 2.90-2.97 (2H, m), 3.13-3. 
22 (IH, m), 3.54-3.61 (2H, m), 3.95-4.04 (2H, m), 4.71-4.75 (IH, m). 6.5 
0 (IH. d, J = 1.2), 7.60 (IH. dd, J = 8.7 and 1.8), 7.91-7.97 (4H, m), 8 



tBfE#2 003-3107171 



#M 2 0 0 2-3 3 8 9 3 9 : 61/ 



jk (IH. s). 

itm^mm. C23H26C1N303S-H20t LT 

it#1i (%) :C, 57.79; H, 5.90; N, 8.79 

(%) :C, 57.84 ; H, 5.90 ; N, 8.68 
[0 0 6 3] 



1- 13- [ (6--/ n ^-2-i- "7 ■^^ ;v ^ ■/ n / \v ;i/ 1 -4- (2, 4- v ^ ;i'-lH- 

*»J7a)'e#7t4-(2.4--^^^;V-lH-^ 5 tf^V v>-l-?!7 

V^tert-y^;!/ (0. 29g) i l^^'S-C (6-^ n ^-2-^ -fu 
^N°>^(0.36g)>&-'b^»J 1 hmkK LTMIMl:'^t/^^-fe^^*(70mg, 14%) h L 



NMR (300MHz, CDCI3) 8: 1.65-1.79 (2H, m). 1.94-2.00 (2H, m), 2.16 (3H, 
d, J = 0.6), 2.37 (3H, s), 2.59-2.68 (IH, m), 2.90-2.97 (2H, 'm), 3.13-3. 
22 (IH, m), 3.54-3.61 (2H, m), 3.95-4.03 (2H, m), 4.71-4.76 (IH, m), 6.5 
0 (IH, s), 7.74 (IH, dd, J = 8.8 and 2.0), 7.85-7.98 (3H, m), 8.14 (IH, 
d, J = 2.1), 8.48 (IH, s). 
im^mm. C23H26BrN303S •H2O t L T 
ft^^ (%) :C. 52.87; H, 5.40; N. 8.04 
Hzlim (%) :C, 52.66 ; H, 5.23; N, 8.03 

[0 0 6 4] 
lliSM9 

9a) 4-(2-J^^;l/-lH-^ ^ ^y*-;l/-l_^ ;V) ^J:/ -l-ii yS/vi^-y'^t^rt-f^ 

2-x^;l/^ ^ >jry-;i,(4, i3g);d-f>||i&Wa) t IWI^tC LTSIB^b-^tJ^^feM 

NMR (300MHz, CDCI3) 8 \ 1.31-1.39 (3H. m), 1.49 (9H. s). 1.70-1.95 (4H. 
m), 2,67-2.87 (4H, m), 3.96-4.01 (IH, m), 4.29-4.33 (2H, m), 6.86 (IH, d 
, J = 1.5), 6.97 (IH, d, J = 1.5). 



miiE#2 003-3107171 



:2 0 0 2 -3 3.8 9 3 9 ^-v? 



9W l-i3-[(6-^'nn-2-^-7^;i/):^;W;j^-;v]7'nyNV^;l'}-4-(2-J^^;i/-lH- 

vmtert-:/-^;^ (0.28g):$-«bllife^?iJ 1 i:l^#iCLTMfMt:'a-«^=Sritfe^^^9^7^ 
5K(0.45g, 98%)^tT#/;o 

NMR (300MHz, CDCI3) S: 1.36 (3H, t, J = 7.4). 1.65-1.86 (2H. m). 1.96-2 
.05 (2H. m). 2.61-2.68 (IH, m), 2.71 (2H, q, J = 7.5). 2.91-2.98 (2H. m) 
. 3.16-3.24 (IH. m), 3.54-3.62 (2H. m), 4.01-4.13 (2H, m). 4.73-4.77 (IH 
, m). 6.81 (IH. d. J = 1.8), 6.98 (IH, d, J = 1.5). 7.60 (IH, dd, J = 8. 
7 and 1.8), 7.94-7.97 (4H, m). 8.49 (IH. d. J = 0.6). 
Jtm^^m C23H26CIN3O3S -0. 5H2O tLX 
tfM^^ (%) : C, 58.90 ; H, 5.80 ; N, 8.96 

nmm (%) :c. 58.72; h, 6.05; n, 9.08 

[0 0 6 5] 

10a) 4-(2--f V y n If ;l'-lH-'f 5 ^ ;V) i; -y^i^i, JV^>mXer 
n-^'^VmiOAOg, 4%) t LT#/^o 

NMR (300MHz. CDCI3) d: 1.32 (3H, s). 1.36 (3H, s), 1.49 (9H, s). 1.76-1 
.95 (4H. m). 2.78-2.88 (2H, m), 2.95-3.08 (IH. m). 4.06-4.14 (IH, m), 4. 
29-4.34 (2H, m), 6.84 (IH, d, J = 1.6), 6.98 (IH. d, J = 1.2). 
10b) 1- |3-[(6-iJ' n □-2->:^ 7^;i/)7.;i/5^^;v] yn/ty -i' ;v} -4- (2-^ v T^n tf 

^i&^J10a)-e#7t4-(2-'f y T'n }£)V~m-y( 5 ^V-;!/-!-^ ;V) tfyv^ V 

^;l<'#>'mtert--7'^;v (0.29g):^^e>^M^Jl i;|^;mt^LT®ffi'fb'^!^=^it^^ 
B^?l^^5fe(0.36g. 76%)i:LT#/Co 

NMR (300MHz. CDCI3) 8: 1.32-1.36 (6H. m). 1.70-1.86 (2H. m). 1.96-2.05 
(2H. m), 2.61-2.69 (IH. m). 2.91-3.05 (3H, m), 3.16-3.25 (IH, m), 3.55-3 



ffiiE# 2003-31071 



0 0 2-3 3 8 9 3 9 ^-i? : 63/ 



(2H, m), 4.01-4.18 (2H, m). 4.73-4.78 (iH, m), 6.78 (IH, d, J = 1.5) 
. 6.98 (IH. d, J = 1.2), 7.60 (IH. dd, J = 8.9 and 2.0). 7.94-7.97 (4H, 
m), 8.49 (IH. s). 

^m^^m. C24H28ClN303S-0.5H20t LT 
tf#>|lt (%) :C, 59.68; H, 6.05; N, 8.70 
%%m (%) :C, 59.51; H. 6.22; N. 8.53 
(0 0 6 6] 

1- 13-[ (6-^^ n n-2-«t "7 ^;v) 7. )\^-^^=:.)V\ -fu/^y M -4-(2-y n tf;w-iH--f 
5 ;i^-i-^ )V) e ^ >; V > 

lla) 4-(2-rn t:;i/-lH--f 5 iS^v'-;i/-l-^ ;l/) li^V y ;i/.-K>'^tert-"7' 
2-^X2 5 ry-;v(4.73g, ^ZxmoDii-hmmia) t MMK LXMM^^t^ 

^^M'&m^mio.zsg, 3%) t Lx%fzo 

NMR (300MHz. CDCI3) d: 0.98-1.04 (3H, m), 1.49 (9H. s). 1.71-1.94 (6H. 
m). 2.59-2.69 (2H, m), 2.79-2.87 (2H, m), 3.96-4.04 (IH, m). 4.28-4.33 ( 
2H. m). 6.85 (IH. d, J = 1.2), 6.97 (IH, d, J = 1.5). 

lib) 1- 13-[ (6-i^ n u-2-i-y^)ly) :^ yn^NV ^ )V\ -4-(2-y n \£}V-i 

H— T ^ ^v-jv-i-^ )v) tf^i; 

^M^Jila)T#fv:4-(2-:/n e;i'-iH-'r ^ ^y-;v_i->f ;v) i; v^:^-i-?!7;v 
^'^mtert-r^;!- (0.28g):a-t>|liSMl t l^^tc tTMIfi-fb-^tJ^^il^^B^H^^ 
^5^(0. 30g, WtVxmtZo 

NMR (200MHz, CDCI3) d\ 1.02 (3H, t. J = 7.5), 1.68-2.05 (6H. m), 2.62-2 
.69 (3H, m), 2.90-2.99 (2H, m). 3.14-3.26 (IH, m), 3.54-3.63 (2H, m). 4. 
01-4.14 (2H. m), 4.71-4.78 (IH. m). 6.80 (IH, d. J = 1.4). 6.97 (IH, d, 
J = 1.0), 7.60 (IH, dd, J = 8.8 and 1.8), 7.89-7.98 (4H, m), 8.49 (IH. s 
). 

Ttm^^m. C24H28C1N303S-0.5H20^: UT 
t^^^K (%) :C, 59.68; H, 6.05; N, 8.70 



003-3107171 



2002-338939 -J : 64/ 



Mm (%) :C, 59.74; H, 6.30; N, 8.62 
[0 0 6 7] 

mmmi2 

1- l3-[(6-i> o u-2-i-y^)V):7.)U:^:=.)v;^ yn/NV ;vf -4-(2-:7'f^;i'-iH-^ ^ 
12a) 4-(2-:/'^;v-iH--f 5 ^v*-;v-i-^ ;v) tf^i; >?;y-i-5&;v.ie>'gjtert--;^^ 

^tr(0.33g, 3%)i:LT#7^:o 

NMR (3OOMH2. CDCI3) a: 0.98-1.94 (IIH, s), 1.49 (9H, s). 2.59-2.69 (2H, 
m). 2.79-2.87 (2H, m). 3.96-4.04 (IH. m), 4.28-4.33 (2H, m), 6.85 (IH, 
d, J = 1.2). 6.97 (IH, d, J = 1.5). 

12b) 1- j3-[(6-^ n ^-2-•:^•7f^;^) x;!/!)^-;!/] yn/NV ^ )U\ -A-{2-f^)V-m- 

^JSMl2a)t:1#/^4-(2-7'f^;i/-lH-l' 5 i5^v'-;V-l-^ ;i/) tf^^i; v>-l-^;i/.if 
>'mert-r^;V (0.31g)>d-^^ife^Jl t(B|;^lcLrMffi<b'^tJ«:il'fe^S?I^J^ 
*(0.41g, 85%) LT^T^Co 

NMR (200MHz. CDCI3) ^: 0.96 (3H, t, J = 7.3), 1.33-1.52 (2H. ra), 1.67-2 
.05 (6H, m), 2.50-2.90 (3H, m), 2.90-2.99 (2H, m). 3.08-3.27 (IH. m), 3. 
52-3.63 (2H, m), 4.01-4.14 (2H, m), 4.71-4.79 (IH, m), 6.80 (IH, d. J = 
1.4). 6.97 (IH. d, J = 1.2). 7.58-7.63 (IH, m), 7.89-7.98 (4H, m), 8.49 
(IH. s). 

Ttm^^m. C25H30CIN3O3S • 0. 5H2O t L T 
tt^'li (%) :C, 60.41; H, 6.29; N, 8.45 
%mm. (%) :C, 60.33 ; H, 6.33; N. 8.40 
[0 0 6 8] 

^;fe^Ji3 

[1- (1- 13- \.(S-^uu-2-i-y^)i'):^)V:^=.)V'^'fuj-^/y(}V\-4- tf ^ »; }V) - 



miE#2 003-3107171 



Wm. 2 0 0 2-3 3 8 9 3 9 ^- v : 65/ 

13a) 4-(2-^)v<)V-m-^ 5 ^v"-;v-i-^;i/)-i-vi°^'; vv*;vjK>^tert-:/ 

2-^-^ ;v ^ ;i/ ^ 5 ;u (2. 06g) yb^hmMmisd t mmiz Lxmrn^t^^^M'^ 
(1 . 88g. 38%) tLXWfZo 
NMR (200MHz, CDCI3+CD3OD) S: 1.48 (9H, s). 1.71-1.79 (2H, m), 2.10 (2H, 
m). 2.84-2.97 (2H, m). 4.26-4.32 (2H, m), 5.10-5.30 (IH, m), 7.32-7.36 
(2H, m), 9.82 (IH. d. J = 0.8). 

13b) 4-(2-li Kn^v>^;V-iH--f 5 iJ^V*-;l/-l--f ;l/)-l-e^'; V>:^)l^^> 
^tert-yf-;i' 

t! ;V'i^'>mtert--r-f-;^ (0.48g) ^ p« iJ' y -;^(20mL) t.7K#'^b'-^^^:^ h 

';'^7A(0.14g)^Jnx.TMza-e3^^;6-^rH?^^o KJSrl'^!^=^MJE^L. 

Og, 83%) ^ tT#/Co 

NMR (200MHz. CDCI3) 5: 1.49 (9H, s), 1.68-1.85 (2H, m), 2.00-2.06 (2H, 

m), 2.79-2.92 (2H, m), 4.26-4.40 (3H, m), 4.68 (2H. s), 6.91 (2H, s). 

13c) [1- (1- 13- [ (6- n n -2--:^ 7 ^ ;v) ^ ;v] T'n /nV -f ;i/ 1 -4- ^) -J 

|IM^Jl3b)T-t#7t:4-(2-t Ko^vp? ^;V-1H-^ 5 ^V'-;V-1-^ ;l') tf^ V >^ 

;v^-:/g»tert-y^;i' (o.38g)>6^^iiM^?ij 1 tmm^zLxmm^t^m^M 

fe^7^(0.26g, 42%) ^ LT#/^o 

NMR (200MHz, CDCI3+CD3OD) S: 1.69-1.83 (2H, m), 2.05-2.18 (2H. m). 2.37 

-2.58 (2H. m), 2.63-2.75 (IH. m), 2,87-2.99 (2H, m). 3.18-3.30 (IH. m), 

3.53-3.64 (2H, m), 3.98-4.05 (IH. m), 4.40-4.52 (IH, m), 4.68-4.76 (IH, 
m). 6.92 (2H, d. J = 4.8), 7.61 (IH. dd, J = 8.8 and 1.8), 7.90-8.00 (4H 
, m). 8.50 (IH. s). 

ytm^^^ C22H24CIN3O4S • 0. 4H2O tLX 

(%) :C, 56.32 ; H. 5.33; N, 8.96 
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#^2 0 0 2-3 3 8 9 3 9 /vj-y 

J 

(%) :C, 56.49 ; H. 5.08; N, 8.68 
[0 0 6 9] 

mmmu 

)-lH-^ ^ ^y'-;i/-2-'f ;v] jc^ y - 

:<';Vs^'>mtert-r'^;i' (0.48g)^-r h 9^ Kn-7 9>(lOmL)tcr§^L.O'Cl::<^ 

5^;VT^ :^(0.26g) t ti>l,zr-^h^y V )l^il5viL)KmmL/Zo C:0^?^^3-((6 
-^nn-2-*f '75-;v)^;i..i.^;i.)rn/N'>i? (0.25g) . HOBt (0. 20g) J: D^lFSC ( 

o.24g)oT-t h V )i'(i5mL)mmmi>zm^xmi^xi5mm7i-^m-^fzo kfe^w. 
^m&mmu ^mj^^^^tmm:^v^A7i^m^x^mLfzo mmmtr^Mu 

NMR (200MHz. CDCI3) 8: 1.67-2.20 (7H, m). 2.59-2.72 (IH. m). 2.88-2.99 
(2H. m), 3.14-3.27 (IH, m). 3.40-3.70 (2H, m). 3.98-4.07 (IH. m), 4.38-4 
.60 (IH, m). 4.72-4.78 (IH. m), 4.88-4.98 (IH. m), 6.88 (IH. s). 6.98 (1 
H, d. J = 0.8). 7.60 (IH, dd. J = 8.8 and 1.8). 7.89-7.98 (4H. m). 8.49 
(IH. s). 

Tm^^mm. C23H26CIN3O4S • 0. 5H20 1 l t 

^%m. (%) :C, 56.96 ; H, 5.61 ; N, 8.66 

mmm. (%) :c. 57. 18; h, 5.76; n, 8.47 

[0 0 7 0] 

^MM15 

1- 13-[(6-^' n D-2-f- "7 •^;V') 7. y d/nV >f M -4-(4, 5-v^^ ^ ;i/-iH- 
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#^2 0 0 2 -3 3 8 9 3 9 y^-p 

15a) 4-(4, ^;V-1H-^ 5 jj^y>-;i,_l_.f ^:;?:^_i_55, ;i/.i?>^tert- 

4.5-v^^;i/^5^V'-;i. (#§aBS60-56961-^<2r^) (5.00g);i>^^MWa) h 
IWI^tC tTMfB^k'^J^^m'feMt^J^(0.27g, 3%) t LxntZo 
NMR (200MHz, CDCI3) a: 1.48 (9H, s). 1.74-1.89 (2H, m), 1.96-2.02 (2H. 
m). 2.14 (3H, s), 2.15 (3H. s). 2.76-2.89 (2H, m), 3.75-3.89 (IH, m), 4. 
26-4.33 (2H, m), 7.38 (IH, s). 

15b) 1- |3-[(6-i^ n u-2-i-y^)l^) 7. 7'^/^V -i M -4-(4, 5->^ p{ 
^M15!ll5a)-e#fz4-(4, 5-v^ •5^;v-iH--r ^ ;v) tf^ V -Jy-\-i] 

)\^-^^iym^xt--:r^)\' (0.27g):d>^>|lM^j 1 iiTOtc LTSffi-fb-^^^^il^^^^B 
?^^^5|S(0.14g. M)h\^X%fZo 

NMR (200MHz, CDCI3) 5: 1.67-1.85 (2H. m), 2.00-2.19 (2H, m). 2.15 (6H. 

s), 2.58-2.70 (IH, m). 2.90-2.98 (2H, m), 3.13-3.25 (IH, m). 3.53-3.61 ( 

2H, m). 3.86-4.07 (2H, m), 4.71-4.76 (IH. m), 7.35 (IH, s), 7.61 (IH, dd 

, J = 1.8 and 8.8), 7.93-7.98 (4H, m), 8.49 (IH, s). 

lt%^-^m. C23H26C1N303S-H20t LT 

t^m. (%) :C. 57.79; H, 5.90; N, 8.79 

(%) :C, 57.95; H, 5.77; N, 8.72 

[0 0 7 1] 

1- (1- 13- [ (6- n n -2-■:^ 7 ■f - ;l/) ^ ;i/ jis j:: y n / NV ;v} -4- tf ^ V - ;i') -2 
-^•^;v-lH-^>W ^ 

16a) 4-(2-p{ f-;v-iH--^ y 5 ^ ^)-Jyij ;V5K:^^ter 

2-;^^)V^yX^ ^ ^V*-;K5.20g)<7)DMFm^(80mL)lC7K^>fl:-:h h V -^2^(1.5 
0g)=Sr0r-eJnx.T0t:'e30:S'^}d^§t-€/co 4-((pi^;i/>^;v^^;i/)^^v)-l-tr 
-:^:^:^;i';K:^mtert-r'5^;V(10g) =S:in^T100'C'C48^^;6>im-C7^Co ^» 
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#iS 2002-338939 ^-S^ ; 68/ 



=l/l^-f>3/l) T^«MLT®fB'fb-^t>^iE^@#:(0.77g. n)t\^xmz^ 
MIR (300MHz. CDCI3) 8: 1.53 (9H. s). 1.87-1.91 (2H, m). 2.37-2.50 (2H, 
m). 2.65 (3H, s), 2.84-2.94 (2H, m), 4.27-4.40 (3H. m). 7.18-7.22 (2H, m 
), 7.42-7.45 (IH, m), 7.68-7.71 (IH. m). 

16b) l-(l- |3-[(6-iJ' u n-2--^-7 5^;i/);^;i/.i>^;i/] -fu/^j ^ }V\ -A-\£^^) V=. 

^iSI?!ll6a)T#f^4-(2-^^;v-lH-^>y'^ $ ^V^;v_l_^ 
:^;VJie>mert-yf-;v (0.18g. 0. 6imnol);^-f>^MM 1 |W|#tc tTMIfi'ffc'g-t/ 
^IS'fe^B%^*^*(0.24g, 48%) t \.xmzo 

NMR (200MHz. CDCI3) 8'. 1.90-2.05 (2H, m). 2.38-2.52 (2H. m). 2.65 (3H. 
s). 2.65-2.77 (IH. m). 2.95-3.06 (2H. m). 3.20-3.32 (IH, m). 3.57-3.67 ( 
2H, m). 4.07-4.18 (IH. m). 4.34-4.46 (IH, m), 4.83-4.89 (IH. m). 7.17-7. 
23 (2H. m), 7.39-7.43 (IH, m), 7.61 (IH. dd. J = 8.9 and 1.9). 7.67-7.71 

(IH. m), 7.95-7.99 (4H, m). 8.52 (IH. s). 
TC^^^iS C26H26C1N303S-H20i: LT 
ft^^i (%) :C, 60.75; H, 5.49; N. 8.17 

mmm. (%) :c, 60.88; h. 5.54; n. 7.99 

[0 0 7 21 



1- l3-[(6-i^nn-2--^:7 5^;i/);;^;V.i>^;i/]-7''n/\V-f ;^|-4-(lH-f ^ :rv'-;l/-4 
-xf )x,) _4_ \i^^)-Jj~ ;i/ 

(-r h^'N.Knv. 1 9 9 5^. 5 1-^, p. 1 3 4 4 7) (0.27g);d-<b^i& 
m 1 hnm^ LT®fB'fb'^t?^it'fe^^(0.08g. 18%) t LT#7to 
NMR (200MHz. CDCI3) 8: 1.81-1.96 (4H, m). 2.86-2.93 (3H. m). 3.12-3.26 
(2H, m). 3.53-3.63 (4H, m), 4.21-4.28 (IH. m). 6.87 (IH. d. J = 1.2). 7. 



ffiaE#2 003-3107171 



#M 2002-338939 



56-7.61 (2H. m), 7.88-7.97 (4H, m), 8.48 (IH, s). 
Ttm^^m C21H22CIN3O4S - 0. 5H2O tLr 
ft#1i (%) :C, 55.20; H. 5.07; N, 9.20 

(%) :C. 55.45; H. 5.11; N, 9.30 

[0 0 7 3] 

l-l3-[(6-yo•^-2->:^"7^;^);^;^.i^c:;^]y^/^v-^ ;v}-4-(lH-'f ^ i$^V-)V-4 
-4 )]^) _4_ tf ^ 1; y ;i/ 

(-TYy^y^uy^ 1 9 9 5^. 5 1-^. p. 1 3 4 4 7)(0.27g) ^J:r>'3 
- ( (6-7^ n ^-2-^ -7 f - ;v) ;^ .-^ ^ y'n / >^ (0. 34) h 1 t H^ti L 
TMlB^fc-^i^^it-fe^J^CO. 14g, 28%) t \^X%fz^ 

NMR (200MHz, CDCI3) 5: 1.81-1.95 (4H. m), 2.86-2.93 (3H. m), 3.10-3.23 
(2H, m), 3.47-3.63 (4H, m). 4.22-4.29 (IH, m). 6.87 (IH, d, J = 1.2), 7. 
61 (IH. d, J = 1.0), 7.71 (IH, dd, J = 2.0 and 8.6), 7.83-7.93 (3H, m). 
8.12 (IH, s), 8.47 (IH, s). 
im^mm. C2iH22BrN304S • 0. 5H2O t L T 
th^-fil (%) :C, 50.30 ; H. 4.62; N, 8.38 
mM\m. (%) :C, 50.46 ; H, 4.86; N. 8.54 
[0 0 7 4] 

l-l3-[(6-^^^-2-•:^•7^;l/);:^;l/5}^zl;^]y^/^v-l';^'l-4-(lH--f ^ yV-)V-^ 
--f ;W -1, 2. 3, 6--r h 9 1^ F n e V V > 

3-((6-^^^-2-•:^7f-;^)y;;^J^^;^)yD/^•>ie (O.lSg) . HOBt (0. 12g) is 
J:U^SC(0.i4g)(^T-t h ^J;v(iOiiiL)^?i?0[tc4-(iH--f ^ ^V-;v-4-^ ;u)-i 
.2.3,6-"rh91i Kni:fi;>>^>2:^mi^ (^h^-^Kn^, 1 9 9 5^. 5 1-^^ 
P . 1 3 4 4 7 ) (0. 13g) . DBU(0. 15g) i V a^^iVT ^ >' (0. 15g) O T-fe h 
-hU;i/(5inL)^jDx.Tmiat?15B#^;&>§i^-^7to ^)S?18[*MJE2^L. f^gJJ^ 
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^-1/ : . 70/ 



j:-^)w^^y-ji^=2o/i) Tmm^Lxmn^^t^m^m'&^^mBMo.iig, 49%) 

NMR (300MHz, CDCI3) S: 2.34 (IH, m), 2.53 (IH, m), 2.87 (IH, t, J = 7.7 
), 2.94 (IH, t, J = 7.8), 3.58-3.71 (4H, m), 4.11-4.13 (2H, m), 6.24 (IH 
, d, J = 16.5), 6.96 (IH, d, J = 6.9), 7.54-7.58 (IH. m), 7.63 (IH, s), 
7.91-7.94 (4H, m), 8.47 (IH, s). 
%m^mm C2lH20ClN303S-0.6H20^ LT 

(%) :C, 57.23; H, 4.85; N. 9.53 

mmm (%) :c, 57.04; h, 4.77; n, 9.35 

[0 0 7 5] 

^M^J20 

l-l3-[(6-rJ'nn-2-'^-7^;i');^;i/4^-;i/] 7'D/^V >r ;v}-4-(lH->f 5 ^V-;i/-4 
4-(lH--r ^ ^•y-;i/-4--f ;v)-l-e^'; -Jy2mMU (r- Y Fn 1 9 9 

5^. 5 1-^. p. 1 3 4 4: 7)(o.46g)7b^hnmmi trnm^i^rmt^^t-^m^ 
m^^nM (0. 43g, 50%) 1 1 mtio 

NMR (300MHz, CDCI3+CD3OD) S: 1.40-1.60 (2H, m), 1.95-2.11 (2H, m), 2.66 
-2.91 (5H, m). 3.13-3.20 (IH, m). 3.54-3.61 (2H, m), 3.86-3.90 (IH, m), 
4.47-4.51 (IH, m), 6.70 (IH, s), 7.53 (IH, d, J = 1.2), 7.59 (IH, dd, J 
= 8.4 and 2.4), 7.93-7.98 (4H, m), 8.48 (IH, s). 
Ttm^mm C2iH22ClN303S-0.5H20t LT 

(%) :C, 57.20; H, 5.26; N, 9.53 

^ifiiJ^il (%) :c, 57.48 ; h, 5.05; n, 9.44 

[0 0 7 6] 

^M^^J21 

1- l3-[(6-i^ n D-2--^-7^;v);^;^s^^;v] y'u/^y ^ ;v{_4_(i_p( ^ 
^ v*- ;v-5-^ ;v) ^)-J> 

21a) l-(3-((6-:5'nn-2--^7f-;i/)y^;Vjf:-;v)ynyNV^;v)-4-(l-h ';^;v-l 
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^-v^: 71/ 



lliSM20'r# t> nfzi- 13- [ (6-^^ n u-2-i- y^)V):^ T'n /n- y ^ - 

4-(lH-'1' 5 )V) If^ V V y (0. 35g) J: T 5 > (0. lOg 

)^DMF(10inL)tCvg|?L> h V7 n o ^ iJ' > (0. 25g) 'SrO'C-trjDx.TO'C'Cl 

) T'ffl^LTMfB'fk'^t?=^4tt-fe^BH^j^^5^(0.54g. i: L-C#7^^o 

NMR (200MHz, CDCI3) ^: 1.40-1.50 (2H, m), 1.92-2.10 (2H, m), 2.58-2.87 
(4H. m), 3.04-3.17 (IH, m), 3,51-3.59 (2H. m), 3.78-3.84 (IH. m), 4.41-4 
.47 (IH, m), 6.49 (IH, s), 7.09-7.35 (16H, m), 7.57 (IH, dd, J = 8.8 and 
1.8), 7.92-8.02 (4H, m), 8.46 (IH, s). 

21b) 1- 13- [ (6- ^ n n -2--^ 7 ^ ;i/) ;^ ;v ^ y n /nv ^ ;v} -4- (1- ;i'-lH- 

^M^j21a) -e# hfLfzl-{^-{(,^-^uu-2-^y^)V)X)V7t^=.}V)-fu?-^jy()V 

)_4_(i_ > 1; <^)v-m-y( ^ )v) tf^i; -jy (o. 54g) id x. x/b y^t^ 

•^;i/(o. lomL) ^DMF(5mL) izmM L.m.^Ti5mm7b^^m-^fzo m^m^m^ms. 

WmV. ^®tJ?rS^m(5mL). 7fc(5inL)i5 it/^pi y -;V(2inL) ic^^jlf L. 95t:-e2 

:^^)v-fy- t>s^^j^-f-;i//y ^ y -;v=io/i) xmrn. vxmmt^m^i^'^f^^n'B^ 

^(0.27g, 76%) t t-C#fCo 

NMR (200MHz, CDCI3) 8: 1.43-1.70 (2H. m), 1.88-2.04 (2H, m), 2.60-2.78 
(2H, m), 2.87-2.95 (2H, m), 3.09-3.22 (IH, m), 3.53-3.61 (2H, m), 3.60 ( 
3H. s). 3.91-3.98 (IH, m). 4.55-4.62 (IH, m), 6.76 (IH, s), 7.38 (IH, s) 
, 7.59 (IH, dd, J = 8.8 and 1.8), 7.93-7.97 (4H, m), 8.48 (IH, s). 
itm^^m. C22H24CIN3O3S • 0. 5H2O tLX 
ft-^iifi (%) :C, 58.08; H. 5.54; N, 9.24 
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^-v: 72/ 



HPJIit (%) :C. 57.79 ; H, 5.74; N, 9.26 
[0 0 7 7] 

lli&^J22 

1- 13- [ (6- n o -2--^ 7 ^ ;v) >^ ;l/ .-^ ^ T'n /nV -4- (2- ^ -^^l^-lH-^ ^ 

4-(2-;'{ ^;V_1H-Y ^ rv*-;i/-4-Y kf^V 5^>2i^^ig (FarmacOs 1992^ 
. 47-^. p.1343) (1.00 g):^-^^»J19^|W|#irLTmffi^b'g-t?^it-fe^5^(l. 
70 g, 91%) t LXntio 

NMR (200MHz. CDCI3) S: 1.41-1.60 (2H, m), 1.93-2.10 (2H, m). 2.39 (3H, 
s), 2.59-2.71 (2H, m), 2.83-2.91 (2H, m), 3.07-3.21 (IH, m), 3.53-3.60 ( 
2H, m), 3.83-3.90 (IH, m), 4.47-4.54 (IH, m). 6.56 (IH. s), 7.58 (IH. dd 
, J = 9.0 and 2.0). 7.88-7.97 (4H. m), 8.48 (IH. br). 
Ttm^^m C22H24CIN3O3S • 0. 2H2O tLX 
nf^it (%) :C, 58.78 ; H, 5.47; N, 9.35 

(%) :C. 58.68 ; H, 5.25; N, 9.29 

[0 0 7 8] 

1- ]3-[(6-i5' n ^-2-':^•7■^;^) ;^ T'n/NV 4 )V\ -4-(2-p« ^;v-i- hV^ 

MMM22X^hfifzi- j3-[(6-^ n n-2-«f 7^;i/)>^;v^1^:=-;i/] ^n/NV ;H- 
4-(2-p« ^}V-m-^ 5 iry'-;V-5--f ;l') tf^'j 30g) ^^MM21a) 1 1^ 

Lr®fMb'^t>^iE'fe^^B^Bf^5^*(1.20 g. 60%) ^ Lxnfzo 
NMR (300MHz, CDCI3) <5 : 1.33-1.59 (2H, m). 1.90-2.06 (2H, m). 2.57-2.74 
(2H, m), 2.82-2.89 (2H, m), 3.05-3.13 (IH. m), 3.52-3.57 (2H. m). 3.80-3 
.84 (IH, m). 4.45-4.49 (IH. m), 6.34 (IH. s), 7.09-7.12 (5H. m). 7.30-7. 
35 (lOH. m). 7.58 (IH, dd. J = 8. 7 and 1.8). 7.91-7.96 (4H. m). 8.47 (IH 
, s). 

[0 0 7 9] 
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73/ 



1- 13- [ (6- tJ' n n -2-i- - ;v] ;v| -4- (1, 2- ^ ^ ;V-1H- 

MMM23X-% (bfifzl- 13- [ (6- iJ' n n -2-':^ -7 ;v .-^ - /nV ^ •;^| - 

4- (2-^ h V ^;u-iH--r ^ ;5^y*- ;v-4-^ U > (0. 28g) :()^hm 

mm21h) tmmi^LxmM'S.it^^f^^^nJ^m^_{0.09 g. 48%)i:LT#/io 
NMR (200MHz, CDCI3) a: 1.40-1.56 (2H, m), 1.87-2.00 (2H, m), 2.36 (3H, 
s), 2.60-2.71 (2H, m), 2.87-2.95 (2H, m), 3.09-3.21 (IH, m), 3.45 (3H, s 
). 3.53-3.61 (2H. m), 3.90-3.96 (IH, m), 4.54-4.60 (IH. m)., 6.60 (IH, s) 
, 7.60 (IH, dd, J = 8.8 and 1.8), 7.93-7.97 (4H, m), 8.49 (IH, s). 
jtm^^m C23H26C1N303S-H20i: tT 
wfnm (%) :C. 57.79; H, 5.90; N, 8.79 

mmm (%) :c, 57.75; h, 5.87; n. 8.50 

[0 0 8 0] 

^»J25 

2- [5- (1- 13- [ (6- ^ n n -2--^- y^)i^)7.)V^^)v2-:fu/^yy(}U\ -4- tf ^ V v^^-^ ;v 

%mm2ZX^hKfzl- 13-[(6-^ n n-2-'^-7f-;v);^;v>^^;v] yn/NV ^ M - 
4- (2-^ ^;v-l- h i; ^)U-m-4 < yy-^)v-4-4 li^'; (0.69g) ^: 3 - F 

T-bbT^ K(o.28g) ^-hmmm2ih) tmm^^Lxmmit^m^is^^n^io.io 

g, 20%)^:LT#fCo 

NMR (300MHz, CDCI3) S: 1.38-1.58 (2H, m), 1.94-2.10 (2H, m), 2.35 (3H, 
s), 2.60-2.77 (2H, m). 2.85-2.91 (2H, m). 3.08-3.18 (IH, m), 3.54-3.59 ( 
2H, m). 3.86-3.90 (IH, m), 4.50 (2H. s), 4.50-4.56 (IH, m), 5.37 (IH, br 
). 5.55 (IH, br), 6.54 (IH, s). 7.59 (IH. dd, J = 9.0 and 2.1). 7.90-7.9 
7 (4H, m). 8.48 (IH, d, J = 0.9). 

Tum^^i^ C24H27C 1N4O4S • 0. 8H20 tLx 

(%) :C. 55.71; H, 5.57; N, 10.83 
(%) :C, 55.87 ; H, 5.57; N, 10.90 
[0 0 8 1] 
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1- is- [ (6-:J^ n u-2-i- -7^)^)7. ^ )V\ -fu^^j 4 ;v( -4- (2- J^f-;v-lH-^ 5 

26a) 4-(2-J:-^;V-lH--f 5 tf U >^> 

2,2->^J^h^v-2-(4-ei; v?ci;v)jL^;VT5 > (Org.Synth. 1985^^. 64^.p 
.19)(l.24g):fe<tOVn/N*>'-l' 5 m^^>'V(l.38g)^J^i5'y-;V(30niL)lC^j?¥t 

.24B#r»i^MmL/io RiS^^-^ty^i^ffifiML^ ^^J|^l3Rm:^';'>A7K^m 

;a^<bS^m-3^^;V/^i5'y-;^=10/l) T'3pfMtTSIB<t;'^!^=Sr^'fe@#:(0.65g. 38 

%) h br#/^o 

NMR (300MHz, CDCI3) 8\ 1.36 (3H, t. J = 7.7), 2.83 (2H, q, J = 7.7), 7. 
42 (IH. s). 7.63 (2H, d, J = 5.1), 8.54 (2H. dd, J = 4.7 and 1.7). 10.50 
(IH, br). 

26b) 4-(2-j:-5^;WlH--r ^ )V) M^') v>2J^m^ 

%mmi2) h :K.fs:4-(2-J:.f-;V-lH-^ ^ ^V- )V-4-^ ;V) tf U ^ > (0. 60g, 
3.2mmol) t5%n>?'i7A^^(50%'^7K, 0. lOg) ^ 1 NJ^m(40mL) ll*nx.r5^EE 

Lxmm^t^m^M'^w^^mMo.iog, si%) t Lxwfzo 

NMR (200MHz, DMSO-de) S : 1.29 (3H, t, J = 7.6). 1.69-1.86 (2H, m), 2.14 
-2.20 (2H, m), 2.90 (2H, q. J = 7.6). 2.90-3.55 (5H, m), 7.37 (IH, d, J 
= 0.8), 9.06 (2H, br). 

26c) 1- 13-[(6-^ n n-2--^7^;v)>;;i'j}x^;v] -fuz-^y ^ }V\ -4-(2-j^^;^-1H- 
ll^fe^J26b)T'#^b^^7^:4-(2-Jl^;^-lH-'f 5 rV-;W-4--f ;^) li'^V P>2mm. 

m. {o.^b g)ifj^hnmmi^tmm^\^xm%^it^m-^i^^mM{o.zQ g, 25%)i:L 

NMR (300MHz, CDCI3) d: 1.30 (3H, t, J = 7.8). 1.40-1.55 (2H, m), 1.95-2 
.10 (2H, m). 2.61-2.70 (2H, m). 2.73 (2H. q. J = 7.8). 2.85-2.90 (2H. m) 
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. 3.08-3.18 (IH, m), 3.54-3.60 (2H, m). 3.84-3.88 (IH, m). 4.49-4.53 (IH 
. m), 6.58 (IH, s), 7.58 (IH. dd, J = 8.7 and 1.8), 7.92-7.96 (4H, m), 8 
.48 (IH, s), 8.62 (IH, br). 
Ttm^mm C23H26ClN303S-0.2H20t LT 

(%) :C, 59.59 ; H, 5.74; N, 9.06 
HiU-ft (%) :c, 59.50 ; H, 5.50; N. 8.98 

[0 0 8 2] 

mmm27 

i-\3-[i6-^uu -2--^- "7 ;v) ;^ ;v si^ ^ T'n /nv >r ;v I -4- Wf- 

^MM26c) h tifz 1- 13- [ (6- n n -2-i- 7 f - ;v - 7nV ;i/ 
I -4-(2-J^-^;^-lH-'f ^ W-)V-5-^ JV) J:^^^} (0.25g) >&^^||M'^21a) t 

trMffi'fb'^%=SriE-fe^^^^j^5^(0.30 g, 79%) t Lxmzo 
NMR (200MHz, CDCI3) S: 0.71 (3H, t. J = 7.5), 1.30-1.46 (2H. m), 1.91 ( 
2H, q, J = 7.6), 1.93-2.10 (2H, m), 2.53-2.89 (4H, m), 3.01-3.18 (IH, m) 
, 3.50-3.58 (2H, m). 3.78-3.84 (IH. m). 4.43-4.49 (IH, m). 6.28 (IH, s), 
7.08-7.13 (5H, m), 7.27-7.34 (lOH, m), 7.58 (IH. dd, J = 8.8 and 1.8), 
7.92-8.02 (4H, m), 8.47 (IH, s). 
[0 0 8 3] 

mmm2s 

1- 13-[(6-:5^ n n-2-"^7-^;i/)>^;i/.i^-;v] •/^/^v ^ ;v| -4-(2-^^;V-l-> ^ju 
-IH-f 5 iJ^v^-;V-5--r ;V') tf^'; 
nMM27X-n h Kfz 1- 13- [ (6- n n -2-i- 7 ^ ;!/) ;^ ;^ sj^ - T'ny nv ^ - 

4-(2-^f-;i'-l- h V i-)V-m-yi ^ ^ V-;v_4_^ ;v) if 1; y ^ (Q. SQg) 
i&M21b) t trmfa'fk^t^'l:^'fe#^^H?^#5^(0.09 g, 45%) i: LT#7to 
NMR (200MHz, CDCI3) S: 1.33 (3H, t, J = 7.0), 1.48-1.63 (2H, m), 1.88-2 
.05 (2H, m), 2.61-2.73 (4H, m), 2.87-2.95 (2H, m), 3.08-3.22 (IH, m), 3. 
46 (3H. s). 3.53-3.61 (2H. m). 3.90-3.96 (IH, m), 4.54-4.61 (IH, m), 6.6 
4 (IH, s), 7.60 (IH, dd, J = 9.0 and 2.0), 7.93-7.97 (4H. m). 8.48 (IH, 
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d, J = 1.2). 

ytm^^ik C24H28C1N303S-H20i: LT 

tf-^'fS (%) :C, 58.59; H, 6.15; N. 8.54 

(%) :C, 58.72 ; H, 6.19; N, 8.38 

[0 0 8 4] 

^ife^J29 



1- 13- [(6-^uu-2-i-y'f- ;v) r:. ;v] :/ n ^ -4- (2, p« ^ ^I'-lH- 
^ ;J*'y'-;V'-5--f ;v) tf^'; >^:x 

29a) 4-(2,4->^p« ■^;V-1H-^ ^ i5^V-;V-5-'f ;v) li* V 
2,4-vp<f^;i'-5-3- K-f 5 rv^~)V if- Y y^Yu> 1998^. 54-i-.p. 3235) 

i3A0g)mwmM20ttL)iZ7i^miti-y') ^^(60%: o.67g)%ot:t?jpx.. or-eso 

mmikM:^-^^mw^L. mymmi- ^ ^x-^-mu mi^i^mi^tzo m^m^i^ 

'fe?4*^%(4.30g. ^Q%)t\^xnfzo #'btt/c^vv;v#(i.60g)^4-e';i?vf5 

d^(0.63g). xh^^;^ h V7jc-;l/.i^>^7'f >/^'7v^•>A(0.59g)^ :feJ:r>':* 

A t-r h ^ V K (4. 60g) thii\zV^ h ^ va^ ^ > (70mL) -7X(25mL) 
jrax.T40B#F^jJDitM»ftLyJ:o SJS^S-^J^^I&fnmWTKiiS^mJ-f^^WT-mL. * 

^=2/l5&> ^g^m^^;^) T'«^ LT ^ V >^ 
V^^m-ferAt^i^ (0. 64g, 47%) t LX%fZo fei V V >#:(0. 60g) O :^ ^ J - )\^m 
?^(100mL)lC10%/N-^i7->A^#(50%; 0. 60g) =S:ljq£. 4^mT>^-'^7 A (3.00g) 
=^3jnx.-C2NFrajDl^^»fLL7to WM^m.-^Wi^tX^n\^. ^r>^=-^J^{A.QQ 

g)^m^x^h\z\mwiimmi\.tzo m&m^m^^^i^. hm.-i:m.mBmv 

10/1) T*fflML-CMffi<fc'^tr^fe-fe^5^(0.l0g, 25%. ^11%) t LT#/^o 
NMR (300MHz, CDCI3) S: 2.45 (3H, s), 2.48 (3H, s). 7.57 (2H. br). 8.57 
(2H, dd, J = 6.3 and 1.7). 8.88 (IH, br). 
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29b) 4-(2.4->^^ ^)l^-m-4 5 ^V-;V-5-^ ;v) tf^V i^>2j^^;^ 
^*fe'^029a)-e#«ba7^:4-(2,4-v^p? f-;i,-lH-^ 5 ^^jr^)U-5-4 ;V) V >?>(0. 

lOg) ^^(:>mmm26a)tmmi<^Lxmmit'^m^M'^m^(o.i5g, ^mmtL 

NMR (200MHz, CD3OD) d: 2.00-2.08 (4H, m). 2.29 (3H, s), 2.57 (3H, s), 3 
.08-3.23 (3H. m), 3.49-3.55 (2H, m). 

29c) 1- 13- [(e-^uu-2-i-yi- ;V) ;^ ;l/ jjs c:: y n / W -4- (2. 4- v ^ ^ ;V 
-lH--r ^ ^V-;V-5--f ;V) tr^V 

llife'e?029b)-e#ib tLfj:4-(2,4-i^^ ^)V-m-y( 5 iJ^V-;V-5-W' ;i/) fef^V v V2 
iSi?:]^ (0.15 g):6-t>*igMl9i:|WI;^tcLTMf2^k^%^it'fe|^5|C(0.16 g, 60%) 

NMR (200MHz, CDCI3) 5: 1.62-1.80 (4H, m), 2.15 (3H, s), 2.32 (3H. s), 2 
.52-2.80 (2H. m). 2.84-2.92 (2H, m), 3.03-3.18 (IH, m), 3.53-3.60 (2H, m 
), 3.89-3.95 (IH. m), 4.57-4.63 (IH, m), 7.59 (IH, dd, J = 9.0 and 2.0), 
7.94-7.98 (4H. m). 8.49 (IH. s). 
Ttm^^m C23H26ClN303St LT 

(%) :C. 60.05; H, 5.70; N, 9.14 

(%) :C, 59.82; H, 5.73; N, 9.27 

[0 0 8 5] 
llife^30 

5-^ n n-iH-'< y K-;V-2-< ;V 3-[4-(2-p{ ^;l/-lH->f 5 ^y-;V-5-'< ;v)-l- 

30a) 5-i> n n-2-((3-(4-(2-p^ f-;l/_lH-^ ^ ^y-;v_4_^ ;!<') -1- E"^ U v^;u) 
-3-:^^V7°n kr;v);^;v,iN-;v)-iH--i' > K-;i/-l-?!;;v>K>'i?tert-:/'^;v 
4- (2-^ •^;1/-1H-^ ^ ^V-;V_4_>f ;v) f^^^i; i^Z^2^mM. (0. 71 g) i3 J: U^3- 

((i-(tert-:/h^'>:^;^sK^;v)-5-i>nn-iH-^ > K-;i/-2-i' ;i')^;i'5}^-;W 
yn/N->i?(i.i6g);6-^|l:^|?lJ19i:|WI;^tcLTMlfi^b'^ii/^il^^*(0.70 g, 44 
%) t Lxnt^io 

NMR (200MHz. CDCI3) S: 1.46-2.10 (4H,.m), 1.73 (9H, s), 2.39 (3H, s), 2 
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^-v: 78/ 



.61-2.80 (2H, m), 2.88-2.96 (2H, m), 3.05-3.20 (IH, m), 3.84-3.91 (IH, m 
). 4.00-4.10 (2H, m), 4.48-4.56 (IH, m). 6.57 (IH, s), 7.43 (IH, dd, J = 
9.4 and 2.2), 7.63 (IH, d, J = 2.0), 8.01 (IH, d, J = 9.2). 
30b) S-iJ' n n-lH— f > K-;i/-2--f )U 3-[4-(2-p{ f-;i/-lH-^ ^ Vy-)l^-5-^ ;V 

^ifeM30a) -C^f f> tL/c5-^ n n -2- ( (3- (4- (2-^ f-;V-lH--r 5 ^5^ V- ;V-4-'r ;V 
vj:i;w)-3-:^^y •7°n li°;v)>?>;l'j^^;v)-lH--f > K-;^-!-:^^;!//-^^ 
mtert-r^)\^ (0.26 g) =^^:^m(1.5mL) ll^^SL-C^zat:'30:^^-irS-<f /^o ^ 

fe3^*(0.20 g. 87%) i: Lmtzo 

NMR (200MHz, CD3OD) ^: 1.22-1.63 (2H, m), 1.87-2.06 (2H, m), 2.59 (3H. 
s), 2.60-2.97 (4H, m), 3.11-3.29 (IH, m), 3.61-3.72 (2H, m), 3.95-4.01 ( 
IH. m), 4.35-4.42 (IH. m). 7.30 (IH, dd, J = 8.8 and 2.2). 7.47 (IH, d, 
J = 9.0), 7.67 (IH, d. J = 2.2). 
Ttm^^mm C2oH24Cl2N403S-0.8C3H80'H20i: tX 

tt-^-fii (%) :c, 50.06 ; h. 6.08; n, 10.42 

mmm (%) :c, 49.75; h, 5.97; n, 10.13 

[0 0 8 6] 
^»J31 

5-^ n n-lH-f > K-;v-2-^ ;l/ 3-[4-(2,4->^^ ^;V-lH-'l' 5 ^V*-;i'-5-^ ;v) 
-1- V V - ^i/] -3-:^- ^ y y n t? ;v ;^ ;v .i^ > 

31a) 5-i^ n n-2-((3-(4-(2,4-vV ^;W1H-^ ^ ^y'-;W5--r v 
^;v)-3-:^^y y'n e;^)y?.;v.i^^;v)-iH-^ > K-;v-l-:^;;v4?>'^tert-y'f-;v 
lli(6'B^29b)'e#f>^f::4-(2.4-v^p« f-;V-lH--f 5 ^v*-;i/-5-^ ;V) fc'^U -Jy2 
:^m:^(0.21 g) i5<J:0^3-((l-(tert-yh^v?&;i/j^'-;V)-5-^'nn-lH--f > K 
- ;i,_2-^ ;l/) ;^ ;v>3. z:. ;v) y n (0. 32g) f> ^i&^Jl9 i: L rmiB'fb^ 

i^=S:it'feJ^5^(0.32 g. 70%)tLXWfZo 

NMR (200MHz, CDCI3) S: 1.46-1.80 (4H. m), 1.73 (9H, s). 2.17 (3H, s), 2 
.38 (3H. s), 2.52-3.10 (5H. m). 3.83-3.90 (IH, m), 4.00-4.07 (2H, m), 4. 
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57-4.64 (IH, m), 7.43 (IH. dd. J = 9.2 and 2.2). 7.50 (IH, s). 7.64 (IH. 
d. J = 2.0), 7.70 (IH, br), 7.99 (IH, d, J = 8.8). 

31b) 5-i5^ n n-lH-^ > K-;i/_2--r ;u 3-[4-(2.4--7'p« ^;i'-lH-^ ^ ^y-;i/-5- 

^lfe^J31a)'e#^tL;^:5-iJ^nn-2-((3-(4-(2,4--:^;>«^;i'-lH-^ ^ :5ry-;v_5_ 
;v)-i-tf^'; >^-;v)-3-:^^ VT'n tf;^);;?.;^>}^-;^)-lH-^ > K-;v-l-55;;i/ 
^^ymtert-y'^JU (0.32 g) ^st:^^(3mL) tlv#^SL-rm2atr30^;i>-ir£-i?f^o 

;v*7A (i^nnj^;VA/p?^y-;v=20/l;5^<b5/l) •effl^LT^fB^k-^tf^:^ 
#.#Nb^h?1^J^*(0.11 g, 42%) ^ LT^#/::o 

NMR (200MHz, CDCI3) 8 : 1.58-1.91 (4H, m), 2.19 (3H. s), 2.33-2.99 (5H, 
m), 2.46 (3H. s). 3.50-3.96 (3H, m), 4.56-4.63 (IH, m), 7.13 (IH, d. J = 
0.8), 7.30 (IH, dd, J = 8.8 and 2.2), 7.46 (IH, d. J = 8.8). 7.68 (IH, 
d, J = 1.8). 

itn^^mm. C21H25C 1N4O3S • 1 . 1H20 t t 

ft#^ (%) :C, 53.80 ; H, 5.85; N, 11.95 
%mm. (%) :C, 53.62 ; H. 5.51; N. 11.78 
[0 0 8 7] 

^M^J32 

l-l3-[(6-:5'^^-2-:^7^;^);^;^^::l;^] yn/NV^;v}-4-(iH-^ 5 ^V-;v-2 
-y{ ;v) ^_ vi^y- ;v 
4-li Kn# v-4-(lH-^ 5 i5^v'-;V-2-^ ;V)-l-e^V v>;&;V5K>^tert-:7' 

^ ;v (#^^7-5oi556^<2r^) (0. 55g) h nM^ji tmmKx. xm^it-^m ^ mm 

'feJ^5^(0.11g, 12%)i:LT#7to 

NMR (300MHz, CDCI3+CD3OD) 8: 1.79-2. 11 (4H, m). 2.87-2.96 (3H, m), 3.13- 
3.21 (IH, m), 3.50-3.61 (3H, m), 3.66-3.73 (IH, m). 4.11-4.19 (IH, m), 6 
.95 (IH, d, J = 1.5), 7.59 (IH, dd, J = 2.1 and 8.7), 7.90-7.99 (4H. m), 
8.49 (IH, d, J = 1.5). 
itm^mm. C2iH22ClN304Si:LT 



ttiiE#2 003-3107171 



mm 2002-338939 



^--J : 80/ 



tl^'lS (%) :C, 56.31; H. 4.95; N. 9.38 
(%) :C. 56.16; H. 4.86; N, 9.43 
[0 0 8 8] 

l-|3-[(6-^^nn-2-f-"7-^;v);^;v:a^-;v]7'n/NV-f ;M-4-(lH-^ ^ ^V-;v-2 

4-(lH--r ^ i5''V*-;V-2--f v>:^>'l'^'>mtert-r^;V (#^¥^7- 

501556-^<2f^) (0. 26g) Tb^hmMm t mUi^ LXmmit-^^'^M'^nM (0. 24g, 5 
4%) t LXntZc 

NMR (300MHz. CDCI3) S: 1.60-1.85 (2H, m), 1.98-2.14 (2H, m). 2.72-3.04 
(4H, m), 3.15-3.24 (IH, m), 3.49-3.61 (2H, m), 3.90-3.95 (IH, m), 4.46-4 
.50 (IH, m), 6.96 (IH, br), 7.00 (IH, br), 7.58 (IH, dd, J = 2.1 and 9. 
0), 7.90-7.97 (4H, m), 8.48 (IH. d, J = 0.9), 8.88 (IH, br). 
jtm^mU C2iH22BrN303Si: LT 
tf^m (%) :C, 58.39 ; H. 5.13; N, 9.73 

(%) :C, 58.14; H, 5.13; N, 9.73 

[0 0 8 9] 
^ife^34 

1- 13- [{6-i^uu-2-i-y^ ;i/) ;v] ■y'o /nv ^ ;v| -4- (1-^ f - ;v-iH-^ ^ 

^V^;V_2-xf ;V) 

34a) 4-(l-^^;V-lH-^ ^ ijrV-;V_2-^;V)-l-t:-N:i; -J>:fy )V:^>mteTt-Zf^ 

4-(lH--f 5 iS^V-;i/-2--f ;v)-l-tf^V v>;^?;i/:^^>mtert-':/f-;v(0.25g)OD 
Mm?S(3mL) ICTfc^'fb-^ hV^A (60%; 40ing) =SrO'C-ejPx.TOt:-e30:9-^;5>i t-ff 

(^nn4^;i/A/p?iS'y-;i'=io/i) x-mmiLxmm^t^^^^Mi^mmmi 

0.27g, ^■B:m)tLXmzo 



2003-3107171 




#M 2 0 0 2-3 3 8 9 3 9 ^-i^-. 81/ 

NMR (200MHz, CDCI3) d: 1.46 (9H. s). 1.80-1.91 (4H, m). 2.70-2.96 (3H, 
m). 3.61 (3H, s), 4.18-4.25 (2H, m), 6.79 (IH, d, J = 1.0), 6.94 (IH, d, 
J = 1.0). 

34b) 1- 13- [ (6- ^ n n -2--^ 7 f - ;!/) ;i/ ^i^ ^ -7* n /nv ;v ( -4- (1- ^ 5^ ;V'-1H- 
^ ^y-;w2-^ ;i/) e^i; 

^ifeM34a)-e#f>tt/i4-(l-^ ^;V-lH--f 5 ^V'-;i/-2-'f ;V)-l-tf-^V i^Vj?; 

;i/ # >mtert-y 5^ (0. 27g) h mMm 1 ^ t rMlfi-fk-^^ ^il-fe^B^ 

5^J^5^(0.31g, 70%) h tT#f^o 

NMR (200MHz, CDCI3) 8 \ 1.60-2.00 (4H, m), 2.70-2.94 (4H, m), 3.11-3.26 
(IH, m), 3.52-3.61 (2H, m), 3.61 (3H, s), 3.93-4.00 (IH, m), 4.45-4.52 ( 
IH, m), 6.79 (IH, d. J = 1.2), 6.92 (IH, d, J = 1.4), 7.58 (IH, dd, J = 
2.0 and 8.8), 7.89-7.98 (4H, m), 8.48 (IH, s), 8.88 (IH, br). 
im^^^m. C22H24ClN303S-0.5H20fc LT 
ti-^'fit (%) :C, 58.08; H, 5.54; N, 9.24 

^M-lii (%) :c, 57.98 ; h. 5.64; n, 9.20 

[0 0 9 0] 

*»J35 

1- 13- [ (6- n n -2--^ -7 ;i/) j}^ ^ ;v] 7' n / nv ^ ;i/ i -4- (4, 5- v p< f - ;i/-iH- 
35a) 4- b K n ^ v-4- (4, 5- v^^ ■5^;W-lH->f ^ ^ V*- ;V-2--f ;V) -1- tf ^ V v > 5& 

4.5-vp^^;v-r ^ iJ'^y-;i/(3.oog). h;^^^^;^;!/)^^^^— 7lcfntJ(i.50g) 

^ i h > V (60mL) <^m'^tr«:130X:-e 6 n^^ii- % t^tVzo ^B. 

50g) ^Mx-XTb-^BLmm^m^mmmm j^i^j^ =jr ^ b ^ t k 

n77:^(50inL)tC^^»L/::o ^?6[«r-40t:jy.Ttc:i^^L^5&^P> n-r^;VV^'>A 
(1.6M^^-9-^-?tflSt. 17iiiL. 27nimol) trjDx.. ^fjOoc-tf^V K>(2.66g 
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U 5& (^nnj^;i/A/p?;$'y - ;u=20/l:*> h 10/1) -eJliili L T^ia^fb 
'^t/*?i^^'fe-?ft^t/(2.93g, 21%) LT^#7to 

NMR (200MHz, CDCI3) d: 1.45 (9H. s). 1.71-1.78 (4H, m). 1.98-2.24 (2H, 

m), 2.13 (6H. s), 3.17-3.33 (2H, m), 3.89-3.96 (2H, m). 

35b) 4-(4,5-v^^^;V-lH-'r ^ ^V-;V-2-^' ;W-3,6-v t: Kn-l(2H)-H*i; -J> 

^i&^?035a)t?#?>tLfc4-li Ko^v-4-(4.5-v^f-;V-lH-^ ^ ^y-;l'-2--f 
;v)-l-tr^V v^>?&;i'sK>'i?tert-:/^;v(l.96g):feJ:y^v^>r v "/n tf;vT 5 :^(l 
.68g)ODMF^?t(i00mL)tC^^SL. oriCJ^Sp L^>65'bJ^'fb^ >>^;Vs^:=-;V(l. 5 
2g)^Snx.T0°C-r«F^:;6-irMy^o $ V T'n H°;VT 5 (1. 68g) i$<J: t>' 

i^'fbpJ >>5.;i/.is^;v(i.52g) =SrSD;irMia-ei6^^;6>#rl-^7to ii#tf^7K-e 

^f^L. iNTKm^fb^h V"^A7K^?S=&ijnx.rpH9tcp^L. @^m^^;v-e}ftai L 

ii¥)\^U^J-~ (i^nn^;i/A/^ i5'y-;v=20/l/6^«bl0/l) •effl^LTMffi'fb'a- 
tl^^^'feyfi^tf(1.3g. 70%)^tT#fCo 

NMR (200MHz, CDCI3) 8 \ 1.48 (9H, s), 2.16 (6H, s), 2.59 (2H, br), 3.58 
(2H, t, J = 5,7). 4.02-4.06 (2H. m), 6.13 (IH, br). 

35c) 4-(4.5-v^^;V-lH--f ^ ^V^-)\^-2-^ )V)-\-\i^^) ft r^-^-^WX^xt- 

%Wm^h) h tL/::4-(4, 5-v^^ ^J^-IE-^ ^ iS^V*- ;l'-2-^ ;i/)-l, 2, 3, 6--r 
f 9 K n t° 1; V > -1- ;u ;}^' >^tert- ^ ;v (l . 30g) tlO%/^^V^J>^ Rm (50 
^o-^tK. 0. 20g) (30inL) tCinx.T5^JEO7fc^#H^T^?a-r-10B#r^ 

J|&*(1.18g, 90%)tLX^fZo 

NMR (200MHz, CDCI3) S: 1.45 (9H, s), 1.53-1.74 (2H, m), 1.93-1,98 (2H, 

m), 2.13 (6H, m), 2.75-2.89 (3H, m), 4.14-4.20 (2H, m). 

35d) l-|3-[(6-:5^ ^^-2-:^7^;^)^''^5^'-;^]y^/^v ^ ;H-4-(4,5-i^p« 
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>^>:^?;v^>'i?tert-r-^;V' (0. 24g) ^Jfe^fjl 1 tl^I^tc LTMffl'fb'a-tJ^it 

-feJ^^CBSmg, 13%) ^ bT#/Co . 

NMR (200MHz, CDCI3) d\ 1.52-2.10 (4H, m), 2.12 (6H, s), 2.63-2.74 (IH, 
m), 2.83-2.94 (3H, m), 3.08-3.20 (IH, m), 3.52-3.61 (2H, m), 3.87-3.94 ( 
IH, m), 4.48-4.54 (IH, m). 7.58 (IH, dd, J = 2.0 and 8.8), 7.88-7.97 (4H 

, m), 8.48 (IH, s). 

itm^^m. C23H26ClN303Si:LT 

tf#^ (%) :c, 60.05 ; H, 5.70; n, 9.14 

(%) :C, 59.82 ; H, 5.67; N, 9.08 
[0 0 9 1] 

1- {3- [ (6-i^ n o -2--t- "7 ^ ;v) - ;v] /nv ^ -4- (1, 4, 5- h V ^ ^ )'\^- 
IH-^ 5 ^:/-;V_2-^ ;v) tf^^i; ~J-y 

36a) 4-(l,4,5- h > 5^;i'-lH--f ^ ^y-;U'-2-^ ;V')-l-tf^ V y>:*;v#>'Mt 
ert-'/-^;v 

|life'e?!l35c)'e#?>tt/^4-(4.5-i^pi^;i'-lH-^ 5 ^V*-;V_2-^ ;V)_l-t?^i; 
^ 1J ;V:a^'>mtert-r^;i/ (0. 24g) ^Ili&^!l34ah |W|^tc LTmiMb^t/ ^^-fe 
?ftt>ctf(0.26g. ^«6<)) t LT#/Co 

NMR (200MHz, CDCI3) 8 \ 1.46 (9H, s), 1.76-1.82 (4H, m), 2.09 (3H. s), 2 
.13 (3H, s), 2.70-2.90 (3H, m), 3.42 (3H, s). 4.18-4.25 (2H, m). 
36b) l-|3-[(6-^^^-2-■:^■7^;^);^;^Ji^-;^]7°D/^V'^;^l-4-(l,4,5-^ 

|li5feM36a) -e# lb tt/c4-(l, 4, 5- b V ^ f-;v-lH->f 5 iJ^V- ;V-2-'f ;v)-i- tf-^ 

V i^^:^;i/'i?>'mtert--r^;v(o.25g)>&^'biiM^ 1 tmmzLxmmt^m^m 

"^W^B^m^iO. 16g, 38%) t Lxntzo 

NMR (200MHz, CDCi3) ^: 1. 60-2.05(4H, m), 2.09 (3H, s), 2.10 (3H, s), 2. 
30-3.35 (5H, m), 3.41 (3H, s), 3.51-3,61 (2H, m). 3.90-3.97 (IH, m), 4.5 

2- 4.58 (IH, m). 7.58 (IH. dd, J = 1.8 and 8.8), 7.89-7.99 (4H. m), 8.49 
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(IH. s). 

Ttm^mm C24H28ClN303S-0.7H20fc tr 

wfnm (%) :C, 59.24; H, 6.09; N. 8.63 

HifflUS (%) :c, 59.33; H. 6.13; N, 8.34 
[0 0 9 2] 

mmm37 

i_|3_[(6-i}^nn-2-'^7^;w);^;^j}^^;v]ynyNV -r;i/|-4-(i-j^^;v-4, 5-v^ 

37a) . 4-(l-a:.^;V-4. ^;i/-lH-'f ^ y'/-)V-2-^ }V)-1-\£^V v ^VsK 

^»J35c)T'#^tt/i4-(4,5-v^^>'WlH-^ 5 }l^-2-4 v 

V:^7 ;l/5K>mtert-7'f-;V(0. 24g) t 3 '^'fbJ^^;V(134mg) |liSM34a) ^: mW- 

NMR (200MHz, CDCI3) S: 1.26 (3H. t, J = 3.6), 1.45 (9H, s), 1.70-2.22 ( 
4H. m), 2.11 (3H, s), 2.12 (3H, s), 2.70-2.90 (3H, m), 3.81 (2H, q, J = 
7.0). 4.18-4.25 (2H, m). 

37b) 1- 13- [ (6- iJ' n n -2- >^ "7 ^ ;v) >^ ;v j}^ - ;v] n / nv -< ;i' [ -4- (1-^ f - ;i'-4, 5 

v^>?&;V^>^tert-rf-;V(0.26g, 0.^o\)-fy-h%mMl iilWI^t^LT 

NMR (200MHz, CDCI3) d : 1.27 (3H, t, J = 7.2), 1. 76-3. 19(9H, m), 2.10 (6 
H, s), 3.15-3.61 (2H, m). 3.85 (2H, q, J =7.2). 3.51-3.61 (2H, m), 3.91 
-3.99 (IH. m). 4.54-4.61 (IH. m). 7.58 (IH. dd, J = 2.0 and 8.8), 7.94-7 
.99 (4H, m), 8.49 (IH. s). 

itm^^m. C25H30CIN303S-0. 9H20-0. 2C4H8O2 ^ t T 

tf^-lii (%) :c. 59.38; h, 6.45; n. 8.05 

mmm. (%) :c. 59.71; h. 6.72; n. 7.83 

10 0 9 3] 
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^J&^J38 

4- j (2- 1 K n ^ V ^ ;v) [ (2-p? ^ ;v-iH--f ^ ^ V- ;v-5--f ;v) 5& ;i/ ;v] T ^ 

/ 1 -1- >; V > ;V'jK>mtert-7'^;v 

38a) 4-[(2-t Ka:^vJif^;V)T ^ :^ )l^y^r^>mteit-y^)\^ 

/^-t^V-l-ld^^) ~J>'fy)l^:^>Mtert-y^)l^ (15.0 g) , 
)V (14.0 mL) . mk (6.6 mL) «rl, 2-i^^ n na^^ > (300 mL) K^Hi^X^^ ^ 
rST 1 Btfeim^ X^fZo b T -fe h ^ VTK^-fb'i^ '^^■^ h V -^7 A (49. 2 g 

) ^UnxMiari 5B#F^m*^L7^:o N NaOIt!K^?^=^inx.7K®<7)pH^12 

®StcL/c^^^ ^nn.iK;VA (100 mL) -ettffitfco ^^^«:iS^v^^>"> A 

(18.0 g, 89%) t Lxnfzo 
NMR (200 MHz, CDCI3) S : 1.17-1.37 (2H, m), 1.46 (9H, s), 1.88 (2H, t), 
2.57-2.85 (5H, m). 3.66 (2H. t), 4.06 (2H, d). 
38b) 4- 1 (2-1: Kn ^ V [ (2-p« ^)V-m-^ 5 ^v^-;i'-5--f ;v) * 

2-p« \ ^^f-n^-A-tDV^y"^ (2.0 g) ^T-b h ^ h v ;w (150 mL) 
mmL. HOBt •H2O (3.7 g) . WSC:^mm (4.6 g) ^JK^Jnx.. mST20^ai# 
L/co ::<^.^'?^i::> |lifeM38a)t?#/i4-[(2-ii Fn^->jc^;v)T5 y]-i-e 

^:^V:^;l/'1^'>^tert-y^;V (1, 4.7 g) V J^^;^T^ > (8.0 mL) 

^T-t>-bu;v (50 mL) \zmi)^\^fzm^^twkx. mMrfi^mmnw\^fzo 

T'tY^Y^) }V^W&.~rx^^\^fz^. ^|ftft-^nn^;^A (100 mL) iiTK ( 

100 mL) -^iinx-T^co ^a^^ism-^i^'^v-^Ai-e^jim, mm^msrfx-^s^ 
j-)\y=^ : 1) xmuL. mm^t^m^rM^mmij (i.o g, i8%) fctr#f^ 

o 

NMR (200 MHz, CDCI3) a : 1.47 (9H, s). 1.84 (4H, bs), 2.37 (2H, bs), 2.7 
8 (2H, bs), 3.82 (4H, bs), 4.27 (3H, bs), 7.31 (IH, bs) 
LC/MS: 353 (MH+). 

38c) 4-(3-^^;V-8-*^V-5,6-i^t Kn^ ^ :rV[l,5-a] tf9v^>'-7(8H)-^;V 



ffiiiE#2 003-3107171 



#M 2002-338939 



^--J: 86/ 



^*fef?!l38b)t?#/i4-|(2-t Kn^i/Ji^;v) [(2-^ ^;V-1H-^ 5 iS^V-;V-5-^ 
)V) ii ;v] T 5 y I -1- Vi^yiJ )^yyi^>m^ert-■y^)V (940 mg) ^: h V 
a^^;VT^> (720 /iL) *THF?§?^ (30 mL) lC?t:!&>L. ^ (DmWL\Z.7)^^T . 
>y^;v>}^>'m^ni; K (240 //L) ^7lTL> M^aTS f^^m^l^Lf^o ^Jd^IC 
^nnsJ^;VA (50 mL) ^tK (50 mL) iSrinx.7to ^^il«:^MviJ^j^->'^ A±-C 

7-7^- (i^m^^^v : ^i5'y--'^=5 : 1) -eJitiau mmit-^m^^^m^ 

(390 mg, 44%) i: LT#7to 
NMR (300 MHz, CDCI3) : 1.47 (9H, s), 1.52-1.72 (4H. s), 2.41 (3H. s), 
2.85 (2H, t), 3.57 (2H, t), 4.04 (2H, t), 4.23 (2H, bs), 4.73-4.81 (IH, 
m), 7.62 (IH, s). 
LC/MS:335 (MH+). 

38d) 7-(l-|3-[(6-^^^^-2->^:7^;^);J^;^;3sCl;v]7'^/^V-f ;M-4-tf^U i^- 
)V)-Z-^^)V-&,1-V\i YU4 ^ ^^[1,5-3] tf^ v>-8(5H)-^:/ 

%Mm2>c) •e#7t4-(3-^ ^;V-8-:e-^ V-5, 6--:^ t: Kn ^ ^ ^J^V* [1, 5-a] tf ^ v 
>'-7(8H)-^;V)-l-li°^U v^>:^;l'si^'>mtert-r^;V (420 ii«) iraftm^5 mL=& 
inx-T^/i^L/Co ^(DmWiKJ^^ (50 mL) *in£^ ^BET-e^#.*^* 

yne;^r;v=i-;v^inx.. etig«^=S:?iflXt/co ?tl^tf^^ VT'n lf;^T;^3- 
;^, ':^Jl■f•;^a^-■7•;^•t^J(R>fc^#L^ ^JETT-^^^-^Si 3-^-^;i'-7-( 

4-k:^'; ^^^^;i/)-6, 7-i^'t: Kn ^ ^ ^'vll, 5-a] tf 9 >^>-8(5H)-ja- >" • 2 il^:^ 
^e-fe®'^^ LT#/io 3-[(6-^nn-2--^7f-;v)^;]/:^^^;i^]yn/N°>m (400 

mg) ^Tth^VV )V (10 mL) izMM U HOBt • H2O (310 mg) ^ ^SCmBM. ( 
380 mg) ^H^irax.. mST20^^#LfCo *»J38c) -e#fc3- 

^^;W7-(4-tf^U ;v)_6,7->>'t: Kn-f ^ iJ^v-[l,5-a] t: ^ v >'-8(5H)-:t > 

2:^^:^. DBU (330 mL) RXfY U ^ (460 mL) ^T-fe h - h V ;V (1 

0 mL) tw^>6^L.f^^?gt=JriJnx.T. MzaTmr^^^LTto T-t h c:^ h V ;V«r^K 
TT'@*t7t^. 3^^tflCi^nn>^;Vi. (50 mL) ^itK (50 mL) ^UU^fzo 
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320 mg, 48%) LT#fZo 

NMR (300 MHz. CDCI3) d: 1.54-1.67 (llH, m), 1.72-1.85 (2H, m), 2.41 (3H 
, s), 2.61-2.79 (IH, m), 2.80-2.87 (IH, m), 2.94-3.05 (IH, m), 3.17-3.25 
(IH, m), 3.45-3.55 (IH, m), 3.60-3.70 (3H. m). 4.67-4.72 (IH. m). 4.83- 
4.90 (IH, m), 7.58-7.63 (2H, m). 7.89-7.96 (4H, m). 8.48 (IH, d). 
LC/MS: 515 (MH+). 
%m^-mm. C25H27ClN404Si:LT 

ft#jit (%) :c, 58.30 ; h, 5.28; n, 10.88 

(%) :C, 58.13; H, 5.15; N, 10.67 
[0 0 9 4] 

^*&^39 

7- (1- {3- [ (6- n o -2--^ y ^ ;^ ;v :^ - ;v] 7° n y NV -f ;v| -4- V -J^)i') -1 

^;v-6. Kn ^ V^^il, 5-a] \£vi^>-S{5n)-:^ > 
39a) 4-1(2- V: Kn^i/aL-f-;v) [(4-^ ^ju-lE-^ ^ ;v) :^;i/sKc:^;v 

] T ^ y I -1- tf ^ 1; > * yWXQTt-'f^ )V 

^'$ry-^)V-A-ti)V^ym.-'&W^ (G. Wellmann. W. Mendel son, 
B. Lam, E. L. Anderson, C. E, Berkoff, C. Ladd, Synthesis, 356 (1984)) 
(1.6 g) SrT-k>^hU;V (100 mL) im^U HOBt • H2O (2.8 g) . WSC:^m 

m. (3.5 g) ^mmw^. mMT2o^mw\.fz {kibw-a) o sijo-7^;^3tc, a 

-[(2-t: Kn^va^^;i/)T^ y'l-l-tf^V i^>:^;i"i^'>^tert-y^>'l/ (3.0 g) 
X N- b ^ ^;v'> u ;vT-fe h T ^ K (8. i g) mf V U ^^;^T ^ > (5. 0 mL) 
^r^Y=-Y^))V (50 mL) \zmi)^V. W^T2mi^W\^fz {Wi^UB) o -Sl/S 

\^fz'ik. aWl'i5'nn.-^;vA (100 mL) ti^ (100 mL) ^Snx.7to ^^S^^ 

m'r^^i/^A±.'^^m^. mm^ms.-r'^^^x^fzo n^m^^^'y')'^'^ 
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m^t^'^^M'^m-^'^ (2.0 g. 59%) ti^mtzo 

NMR (300 MHz, CDCI3) a : 1.46 (9H, s), 1.84 (4H. bs), 2.27 (3H, s), 2.77 
(2H, bs), 3.68 (2H, bs), 3.79-3.82 (2H, m). 4.20-4.33 (3H. m), 7.32 (IH 
, s). 

LC/MS : 353 (MH+). 

39b) 4-(l-^ ^;V-8-:^^y-5, 6-v^t: Kn ^ $ rVH, 5-a] b'^ v>-7(8H)--f ;> 
|IM'E^39a)T-#f>tt7t4-{(2-li Kn ^ [(4-^ ^;V-lH--f ^ i5^y*-;i/- 

)tmmKLxmm'\t'^^ (seomg. 30%) ^^^mi^tLxntzo 

NMR (300 MHz. CDCI3) d 11.47 (9H, s), 1.55-1.71 (4H. m), 2.54 (3H, s), 
2.84 (2H, t), 3.55 (2H, t), 4.13 (2H, t), 4.22 (2H. bs), 4.74-4.83 (IH, 
m). 7.39 (IH, s). 
LC/MS : 335 (MH+). 

39c) 7-(l-j3-[(6-^^'^^-2-•^■7^;^)>^;^^^;^]:/^/^v-f ^v-M-t:^'; 
;V)-l-^ ^;V-6, 7-v^ t: Kn ^ ^ ^Vll, 5-a] t*^ i^>-8(5H)-:a- > 

|li&M39b)-e#f>ttfc4-(l-^^;l/-8-:t^y-5,6-v?li Kn^ ^ ^V[l,5-a]e 
^•':^>-7(8H)-^ ;i/)-l-lf^i; -J>fj)V^>mtert-'f^)V-^^hmMm3Sd) t 

izLxmm^t^m (475 mg, 46%) ^^^^^ i^^Bimmi^^y-^^mm. 

NMR (300 MHz, CDCI3) 8 ! 1.52-1.80 (6H, m), 2.54 (3H, s), 2.57-3.26 (3H, 
m), 3.43-3.68 (3H, m). 3.97 (IH, d). 4.14 (IH, t), 4.69 (IH, d), 4.81-4 
.93 (IH, m). 7.41 (IH, s), 7.61 (IH, dd), 7.89-7.98 (4H, m), 8.49 (IH, s 
). 

LC/MS : 515 (MH+). 

7tm6^^^ C25H27CIN4O4S • 0. 2Et0Ac t LT 
tf-^'fii (%) :C, 58.18; H, 5.41; N. 10.52 

%mm (%) :c, 58.01; H, 5.19; n, 10.39 

[0 0 9 5] 
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7- (1- Is- [ (6- ^ n n -2->^ 7 ^ ;v) ;v - ;v] n /NV -f ;v} -4- tf^ U v^- ;v) -1 
-a^^;V-6,7-vli Kn^ 5 ^V*[l, 5-a] H'^ v>-8(5H)-:^ > 
40a) 4- 1 (2-11 K n ^ ->a:^;i/) [ (4-j^-^;v-iH-^ 5 iJ^V- ;v-5--f 
]T5 y f-l-e^V v>'*;V.-K>mtert-'/^;V 
4-ji^;V>f 5 ^>/-;v-4-:^;VJie^^jc^;i/ (2.3 g) N (50 mL) ic 
lOOr-e 1 5 m^mmLfZo i^mTX-mM^^^ir:^ Z-tKHi) 

m^^xmmmz^2)tnm\^Lxmuit'^m^^mm (2.5 g, 46%) ttr^ 

NMR (200 MHz, CDCI3) 8 : 1.14-1.29 (3H. m). 1.46 (9H, s), 1.83 (4H, bs), 
2.73-3.02 (4H, m), 3.60-3.81 (4H, m). 4.08-4.39 (3H, m), 7.32 (IH. s). 
LC/MS : 367 (MH+). 

40b) 4-(l-J^^;V-8-:^-^V-5.6-v^li Kn^ 5 ^V'[1.5-a] v^>-7(8H)-^ ;V 
) _i_ tf ^ V Z/i:)V .-K >^tert-y ^ ;V 

llifeM40a) t?# lb tL/;4- 1 (2- K d ^ v - ;V) [ (4- ;V-lH--f 5 V- ;V- 
S-W" ;v) ft)V^:=.)V^r\J\ -1- V > ^mtert-y-^;^:^^ «b ^iS0ll38c 
)^:|W|;jttwtTMffi'fb^% (1.5 g, 62%) ^n^^-motX^xntzo 
NMR (200 MHz, CDCI3) 8 11.28 (3H, t), 1.46 (9H, s). 1.53-1.75 (4H, m), 
2.84 (2H, t), 2.97 (2H, q), 3.52-3.58 (2H, m), 4.11-4.29 (4H. m), 4.73-4 
.85 (IH. m), 7.42 (IH, s). 
LC/MS : 349 (MH+) . 

40c) 7-(l-j3-[(6-i5'Dn-2-'^-7^;i/);^;v^i^^;i/]-7°n/NV^;v|-4-tf^V 
;V)_l_jc^;i/-6,7-i^t: Kn^ 5 ^ V*[l, 5-a] v^>-8(5H)-:^- > 

||ifeW0b)-e#ibtt7t4-(l-Ji^;l'-8-:t^V-5,6-i^t Fn-f ^ irV[l,5-a] e 
9>^V-7(8H)--f ;u)-l-lf-^U i^>:^;i''-K>mtert-r^;i//e>^^|l»J38d) iilWj^S 

tcLTSffi-fb-^j^ (1.3 g, 57%) '^e-fe^B^B (Ma^b?#S : 

NMR (300 MHz, CDCI3) 8 11.28 (3H, t). 1.49-1.66 (2H, m), 1.69-1.85 (2H, 
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m), 2.59-2.68 (IH, m), 2.77-2.92 (IH. m), 2.93-3.03 (3H, m), 3.14-3.24 
(IH, m), 3.45-3.55 (3H, m). 3.59-3.69 (IH, m), 3.97 (IH. d), 4.10-4.15 ( 
2H, m), 4.74 (IH, d), 4.80-4.90 (IH, m), 7.41 (IH. s), 7.59 (IH. dd). 7. 
89-7.93 (4H, m), 8.47 (IH. s). 
LC/MS: 529 (MH+). 

Ttm^^m C26H29CIN4O4S • 0. 5H2O • 0. lEtOAc tLX 
(%) :C, 57.98 ; H, 5.68; N, 10.25 
(%) :C, 58.25 ; a 5.64; N, 9.98 
[0 0 9 6] 

7- (1- 13- 1(6-^ uu -2-i- -7^}\^)7. ;i/ ^ y n /nv -4- tf^ V -J=-)V) -i 
_jc^;i/-3-^ ^;i/-6, 1--J y^ru^A ^V\X, 5-a] tf =7 V >-8 (5H) --y^ > 
41a) 4-J:.f-;U-2-p? ^;i'-lH--r 5 ^V-;V-5-55/;l/:^^'>^ 

4-j^^;v-2-p?^;v-iH--f 5 ^-/—)\y-^-firvm\y'r\^ K (10 g) mf^) 

7X^-^ h U -^7 A (26 g) ^tert-r^^ / : tK I 2 2 -7*t-> = 5 

: 4 : lom-^^t^ (200 mL) tcji^t. ^i-^3E:^^m-^h V'i'A (35 g) ^ 
v9)o< 19 i:5nx.7t:m. MST 5 ^^m^Lfco itJETT'tert-'/iJ' y 

pH:6>*3flJglc;&^$T-lNJ^m=^ijnx./io b/c?t^t/*«L> =J:^ 

# (2.8 g, 25%) t LT#/Co 

NMR (300 MHz, DMSO-de) 8 11.17 (3H, t). 2.32 (3H, s), 2.56 (2H. q). 
41b) 4-[[(4-J.^;U'-2-^ ^)V-m-4 5 ^>/-;v-5-^ (2-t: Kn 

mmmz^2) tmm^Lxm^it^^n'^mmo (3,3 g. 57%) tLT#7to 

NMR (300 MHz, CDCI3) S : 1.24 (3H, t), 1.46 (9H, s). 1.67-1.87 (4H, m). 

2.24 (3H, m), 2.61 (2H, q), 2.76-2.83 (4H, m), 3.64 (2H, t), 3.79-3.81 ( 
2H, m). 

LC/MS:381 (MH+). 
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41c) 4-(l-J^f=-;V-3-^^;V-8-jJ-^V-5,6-vli Kn^ $ iJ^y[l,5-a] lf^i^>-7 
(SH) ;V) -1- H'^ V > )\^ >K >'^tert-"/^ ;V 

mMMssa) tmmi^Lxmm^t^m (i.ig. 35%) ^n^m^'^ti^xntzo 

NMR (200 MHz, CDCI3) 5 : 1.31 (3H, t), 1.47 (9H, s), 1.67-1.75 (4H, m), 
2.52 (3H. s), 2.67 (2H, q), 2.84 (2H. t). 3.50-3.56 (2H, m), 3.91-4.02 ( 
2H. m), 4.21-4.27 (2H, m), 4.72-4.84 (IH, m). 
LC/MS: 363 (MH+). 

4ld) 7-(i- l3-[(6-;J' n ^-2-•:^'7^;^);^;v>^-;^] t'o/nv 4 M -4-tf^U 
)V)-l-Ji.^}V-3-jA ^;V-6, Kn 5 ^?^Vll, 5-a] v >-8(5H)-:t > 

^JfeWlc)'e#^tLfz4-(l-J^^;i^-3-p<-3^;W-8-:t^V-5,6-vli Kn^ ^ iTv* 
[1,5-a] tf ^>^>-7(8H)--r ;l')-l-kf^i; v>*;V5f?>'^tert--/-^;V:$>^lliS^WJ3 
ScD^ilSj^lcLTmiB-fb^t? (740 mg. 45%) ^Sfe^B^a (,^B^H<b'^^ : 

NMR (300 MHz, CDCI3) S 11.31 (3H. t), 1.50-1.84 (4H, m), 2.51 (3H, s), 
2.60-2.70 (3H, m), 2.77-2.87 (IH, m), 2.93-3.04 (IH, m), 3.19 (IH, t), 3 
.45-3.55 (3H, m), 3.59-3.69 (IH, m), 3.96-4.00 (3H, m), 4.69 (IH, d), 4. 
85 (IH, tt), 7.59 (IH, dd), 7.89-7.96 (4H, m), 8.48 (IH. d). 
LC/MS 543 : (MH+). 

Ttm^^i^ C27H31CIN4O4S • 0. lEtOAci: LT 

tf-#>(it (%) :c, 59.63; H. 5.81 ; n, 10.15 

nmm (%) :c. 59.34; h, 5.61; n, 10. i6 

[0 0 9 71 

lli&^J42 

2- (1- 13- [ (6- ^ n n -2-^ 7 ^ iP) ;^ ;v sj^ - -^w] y n 7nv ;W -4- fe: ^ >>'^ ;v) -5 

-aLf-;v-i,2->^t: Kn-3H--f ^ V'[l. 5-c] 5 ^y-;V-3-:t> 

42a) 4- |[(2-J^^;v-1H-^ 5 yv-)i^-5-^ ;v) T 5 y I -l-H'^ V >^;>^:«7 
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^-v: 92/ 



2-Ji^;v-4-*;v^;vW' (5.0 g) . 4-r^y-l-^^Vi^>:^)i^^ 
vmtert-r^;V (8.9 g) RZmM (1.0 mL) ^1,2--J^ UUJL^ > (100 mL) 

Y^)^A (17 g) *i)Ox.> ^zaT-ei5B#P^^*^L/cm. :^fD.^m7lc^^h V^A 

(100 mL) ^rnktzo mmm^'^mL. mk'7^^'y^'i^±r-^^^^fz 
(i^m^^>'n ^^/->'^=io : 1) T-**ML. mt^it^^^:n%^^^ ( 

10 g. 81%) t LXWfZo 

NMR (300 MHz. CDCI3) 5 11.19-1.31 (5H. m), 1.46 (9H, s), 1.46-1.84 (2H, 
m), 2.67-2.81 (4H, m), 3.75 (2H, s), 4.04-4.09 (3H. m), 6.73 (IH. s). 
LC/MS : 309 (MH+) . 

42b) 4-(5-^^;V-3-;J-^y-lH--r ^ irvll,5-c]-f ^ rv*-)l'-2{3R)-^ }l^)-l- 
\£^V P>iJ f^^^M tert- 7*^ ;V 

^MW2a)-et#f>^xfc4-|[(2-:ii5^;V-lH--f ^ i5^V>-;V-5-^ ;v) ^ T 5 y 
l-l-tT-^U v>':*;V'-K>mtert-:7*^;V (10 g) RXfDBM (5.8 mL) ^viJ'nn^ 
(100 mL) KmTb^L. ^(Dmm^li.W-:^)V^^)\^Z^^ ^^y-fl' (5.8 g) 
^^3bnx.. miar-eS^P^m^^LfZo KJ^^m^iK (100 mL) ^irax.. 

ijY)VijyA^u'^}'^=7y'i~ (t^^j^^;m^^y-;V'= 5 : 1) -effiS^t 

> mmt-^m^m^mm (4.8 g. 44%) ttr^Tto 

NMR (300 MHz. CDCI3) d 11.35 (3H, t). 1.40-1.49 (IIH. m), 1.64 (2H. qd) 
. 1.85 (2H. d), 2.83 (2H. t), 3.02 (2H. t). 4.04-4.15 (IH. m). 4.30 (2H. 
m). 6.72 (IH, t). 
LC/MS : 335 (MH+). 

42c) 2-(i- j3-[ ifi-^ n u-z-'T 7 f-;v) 7'^7^v ^ M -4- tf ^ V 

|li&m2b)-C#t>tt/c4-(5-J^^;V-3-:t^V-lH-'f ^ ^Vll.5-c]-f ^ VV- 

;v-2(3H)— f ;v)-i-tf^'; >^>357;vs}^>®j t%Tt-f'f-)vi!)^h%m'mzA)twM\^ 

Lxmt^it^m (1.7 g. 47%) srs-fe^B^B {m^nitmm:^^ ^-j^/^n^^ 
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93/ 



NMR (300 MHz. .CDCI3) ^ I 1.35 (3H, t), 1.58-1.75 (2H, m), 1.87-1.99 (2H, 
m), 2.63 (IH, t), 2.82-2.93 (2H. m), 3.00 (2H, q). 3.19 (IH, t). 3.47-3 
.65 (IH, m). 3.99 (IH. d). 4.08-4.22 (IH. m), 4.25 (2H. s), 4.72 (IH, d) 
. 6.72 (IH, t), 7.59 (IH, dd), 7.89-7.26 (4H, m), 8.48 (IH, s). 
LC/MS:515 (MH+). 

jtm^^W. C25H27CIN4O4S • 0. SEtOAc tLX 

(%) :C, 58.00 ; H, 5.59; N, 10.02 
HiSlHi (%) :c, 57.83 ; H, 5.32; N, 10.25 

[0 0 9 8] 

2- (1- 13- [ (6- ^ n n -2-f - "7 ^ ;v) ;v.-^ - ;v] T^n -4- tf ^ V i^^- -5 
-jn.f-;v-l,2-v^li Fn-3H--r 5 :5^V[l,5-c]^ 5 rV-;V-3-^> 
43a) 4-^ ^)V-4-\l(2-:^ ^;V-lH-'f 5 ^V-;V-5-^ ^ T^y\ -l-t°^ 
')-Jyti }V .1? > Mtert- -f^ }V 

2-^ •^;i/-4-3j;;v^ ^ Vy^-)i^ (670 mg) RV'^4-T < y-4-p« ^;v-i-ii°^ 
tert-r^;v (al^<&PS^01/40217-^^^• V :7 Uyh) (1. 3 g 

) ^m\^^mmm42a)tmm.\,zLxmmt^^ (230 mg. 12%) ^m'^m-^mtL 
xntzo 

NMR (200 MHz, CDCI3) a :1.18 (3H, s), 1.45 (9H, s), 1.48-1.57 (4H. m), 
2.39 (3H. s), 3.36-3.49 (4H. m), 3.66 (2H, s). 6.75 (IH, s). 

43b) 4-p< ^;v-4-(5-p( ^)v-3-^^y-m-^ ^ yy^li. 5-c] ^ i5^'y-;^-2(3H)- 
y( )u) -1- tf ^ Vi^y-^ ;v >^tert-7'^;v 

Ili&^?!l43a) flfzA-:^ ^ ;l/-4- { [ (2-^ ■^;V-1H-^ ^ V- ;V-5-^ f- 

T 5 y I -1-e^ V V > * ;l'^*>mtert-r^;V:6^ <o|life^^42b) LXM 
mt^m (170 mg, 68%) tT#7to 

NMR (300 MHz, CDCI3) d : 1.44 (3H, s), 1.46 (9H, s), 1.67-1.80 (2H, m), 
2.04 (2H, bs), 2.59 (3H, s), 3.32-3.41 (2H, m), 3.55-3.60 (2H, m), 4.34 
(2H, s), 6.66 (IH. s). 
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#M2 0 0 2 -3 3 8 9 3 9 ^-i^ : 94/ 

LC/MS : 335 (MH+). 

43c) 2-(i- {3-[(6-i5' n 0-2--^ -fuz-^y ^ ;v} -4-^ ^;^-4- 
^M^J43b) "T^ h flfz^-/- (5-p{ f-;V-3-:t ^ V-IH-^ ^ ^ 5-c] 

5 yy-;i/-2(3H)--r;v)-i-ii*^v 'jyiJ)Vii^>mteTt-y^)vi!f^hmmmzzd) t 

)V-4-\£^^} v-;i/)-5-p«^;v-i,2->^^ii Kn-3H-'i' ^ 5-c]-f ^ :5^v'-;i/- 
S-r^y^m^^mVtmtLXmzo ^^(Dm^l^^mm^i^Jl^ (2inL) tc^;6>U :^ 

'^b7Km<^i^m^^;^^^l^ (4N. 200 ;iL) ^Jnx.mzaTio^«#tfco mkm^ 

^tX-mn^it^^ (153 mg, 51%) =l:e'fe@#:i: LT#/io 
NMR (200 MHz, CDCI3) S 11.54 (3H. s), 1.75-2.02 (2H. m), 2.17-2.25 (IH, 
m), 2.47-2.55 (IH. m), 2.85-2.92 (2H, m). 2.96 (3H. s). 3.46-3.63 (6H, 
m). 4.65 (2H. s), 7.22 (IH, s), 7.57-7.62 (IH, m), 7.88-7.98 (4H, m). 8. 
48 (IH, s). 
LC/MS : 515 (MH+) 

Ttm^^^ C25H27CIN4O4S • HCl ^: LT 
tt^'fi (%) :C, 51.90; H, 5.40; N. 9.68 
MMm (%) :C, 52.16; H, 5.55; N, 9.81 
[0 0 9 9] 

2- (1- 13- [ (4-y n 7 i ^ ;i') ;^ — M -4- tf^ V ;v) -5-^ 
f-;i/-l,2-y t: Kn-3H-^ ^ ^ ^y- ;i^-3-^> 

3-[(4--/n -7 JL :^;v) y n /n- (ill^P3^98/05635-f-/N- > y 

UyV) (1.1 g) ^ZfmMmS9h) Xn h flfz5-^ ^)V-2-(4-}£^ V z^^:=^)V)-l, 2 

-z^\i Fn-3H-i' 5 ^vii,5-c]-r 5 v^j'-jv (i.o g) i)^ib>mMm38d) tmm.i^ 

nig, 39%) ^:LT#y;:o 
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^-Z^: 95/ 



NMR (300 MHz, CaDCls) S : 1.56-1.77 (2H, m). 1.88-2.05 (2H, m), 2.61 (3H, 
s). 2.66-2.70 (IH, m), 2.76-2.99 (2H, m), 3.15-3.25 (IH, m), 3.38-3.59 
(2H, m), 3.98 (IH. d), 4.18 (IH, m), 4.27 (2H, s), 4.73 (IH, d), 6.71 (1 
H, t), 7.71-7.80 (4H, m). 
LC/MS:495 (MH+) 

Ttm^mm C20H23BrN404S-H20tL-C 

tf^'ffi (%) : C. 46.79; H. 4.91 ; N, 10.91 

mmm (%) :c, 47.09; h, 4.77; n, 11.03 

[0 10 0] 

^»J45 

6- (4- 13- [ (6- n n -2-^ :7 ^ )V) :^)}/^~ y'u^-^y^ M -1- fe: ^ V v - -2 
-p«^;V-6,7-vli Kn-5H-Y ^ ^yll,5-a]'< ^ r^/-)l^-5-:t> 
45a) 2-5^;i/5 ;v-4-^ ^jv-i ^ 

4_^^;V^ 5 (N. J. Curtis, R. S. Brown. Journal of Or 

ganic Chemistry, 45. 4038 (1980)) T-^^ Lfz (99%) o 

NMR (300 MHz, DMSO-de) 8 12.23 (3H, s). 6.81 (IH, s). 9.51 (IH, s). 

45b) 4- j [ (4-^ f - ;v-iH-f 5 ^y- ;v-2-^ ;v) ^ T 5 ^ } -i- tf^ V v > ij 
;v73^>^tert-:^5^;i^ 
^ife^J45a)-e#f>ttf^2-^i^;v^;i/-4-p{^;w^ ^ (3.4 g) ;5.?^'4-t5 

J _1_ n'.-? i; > ;v s}€ ^mtert-r-f - ;V (7, 6. 3 g) ii-h ^ife^J42a) hWm^X^ 

ximAt'^m-k'^'^mm (6.3 g, 68%) }i\.x%fzo 

NMR (300 MHz. CDCI3) d \ 1.16-1.29 (2H, m), 1.45 (9H, s), 1.84 (2H. d). 
2.22 (3H, s), 2.59-2.66 (IH. m), 2.76 (2H, t), 3.89 (2H, s), 4.00 (2H, b 
s), 6.63 (IH. s). 

45c) 4-(2-P<^;V-5-:t^V-5H-Y 5 ;J^V[1. 5-a]^ ^ rV'-;i/-6(7H)-^ Jl/)-!- 
kf^i; >^>':*;V5}0^tert-r^;i' 

lliSW5b)t?#^tt/i4-l[(4-^-^;v-lH-^ ^ iJ^V-;i/-2-^;^)^^;v]T^ y 
}-l-tf^U i?>:!&;v:je>mtert-"r-^JV>&^^lliS^«J42b) i:|Wl;^l3 X^xmiA'C^^Q 

(1.2 g, 46%) =Srm^^ftt^%fc t-C#/Co 
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NMR (300 MHz, CDCI3) a : 1.47 (9H. s), 1.56-1.70 (2H, m). 1.85 (2H, d), 
2.28 (3H, s), 2.82 (2H, t), 4.10-4.24 (3H. m), 4.27 (2H. s), 7.00 (IH, s 
). 

45d) 6-(4-i3-[(6-i^nn-2-"^"7^;l/)>^;V^^-;^]-7"ny\V-Y;i'|-l-t:^i; -J:=. 
}V)-2-:^^)V-6.7--J}± Kn-5H-^ ^ ^V[l,5-a]-f 5 W'-)V-5-:t> 

;v-6(7H)--f )\^yi^>mtert-y''^)\^-^^hmkm3Sh) t mm.K L 

xmmit'^^^&'&m^n (B^aimmimm^'^^w^^ 950 mg, 51%) 

NMR (300 MHz, CDCI3) a 11.53-1.75 (2H, m), 1.88-2.01 (2H, m). 2.28 (3H. 
s). 2.62 (IH, t), 2.81-3.02 (2H, m), 3.18 (IH. t), 3.47-3.64 (2H, m). 3 
.99 (IH, d), 4.18-4.27 (3H. m), 4.71 (IH, d), 7.01 (IH, d), 7.59 (IH, dd 
), 7.89-7.96 (4H, m). 8.47 (IH, d). 
LC/MS:501 (MH+). 

X*^#f^ C24H25N4O4SCI • O.lEtOAcfc tr 
tt-^ffi (%) :C. 57.48 ; H, 5.10; N, 10.99 

(%) :C, 57.19; H, 5.17; N, 11.01 

[0 10 1] 

^ife^J46 



6-(4- 13-[(6-:^ n ^-2-•:^7^;^)>^;^^^:^;^] "/n/NV ^ M -l-tf^V -J^}i^)-2 
-p{^;V-6,7->^t: Kn-5H-^ ^ ryil,5-a]4 5 ^V-)\^-5-t> 
46a) 4-fc Kn^->-4-(7-:t^V-6,7->^t Kn_5H-tf n n [1, 2-c]>f 5 
6-^ ;v)-l-bf^ij v>:^;i/#>-Mtert-'7*^;i/ 

1.0 M, 13. mL) SrTHF (10 mL) X^^Lfz^.. -eoridi^iP Lf^o ^(D^^^^. 
5,6-e^li Kn-7H-tfnn[l,2-c]^ ^ ;5^:/-;l/-7-:t:^ (C. Christine, K. Ikhir 
i, A. Ahond, A. A. Mourabit, C. Poupat, P. Potier, Tetrahedron, 56, 1837 

(2000)) (1.0 g)^™^?^ (50 mL) ^-eooccTiTL. ^<7)^mx2^mmn 

LfZo ^V^T.. il7K:^'fb-t 1; A (3.0 g) (OTHFmMWi (20 mL) ^-eOV^UUx. 
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fz^. 4-t^V-l-\d^')-JZ^:^)V^^^mtert-Zf^)l^ (1.4 g) OHW?]^ (20 m 

L) ^mTvm^BX'smmwi^i^tio -6ox:x'mQmtT>'e=.^A:i^m^ (so 

mL) im^s MTEiliZMLfz^k. ^UU:^)VA (50 mL) -Cjftm L/Co 
m-7i^-^>"t7A±T'^j^m^ ^^^^ffiT-^^*L^^o ?^^tJ=^:^*ttvV:*r 

1.2 g, 52%) t LX^fZo 

NMR (300 MHz. CDCI3) d : 1.45 (9H, s), 1.48-1.71 (2H, m). 3.15 (2H, bs). 

3.37 (IH, dd). 3.69-3.92 (4H, m), 4.24 (IH, dd), 4.48 (IH, dd), 7.60 (1 
H, s), 7.74 (IH. s). 
LC/MS:322 (MH+). 

46b) 6- (1- i3- [ (6- ^ n n -2--^ -7 ^ )U) ;^ ;v 5}^ ^ ■/ n / w ;v| -4- if ^ V v ^ 
)P)-5,6-i^y^ Fn-7H-tfnn[l,2-c]^ ^ i5^y'-;W7-:t > -mM^ 

mMM462d xn h ^fz\- K n ^ i/-4- (7-:t # y-6, 7- K n -5H- 1? n n [l, 
2-c]^ ^ ^V-;V-6-^;^)-l-Vf^V v^>:^;V^^:^^tert-7'^;i' (480 mg) -^Wl 

mm. (10 mL) ioot:T'i5BtPBii)nii:L/co m^^tcji^rSPL. msrTx'SWk 

Sr^*Lfcm> ?t@tf^^iJ'^--'^:7k=l : iWL^mm (10 mL) lc^:;e>-L10% 
Pd/C (50 mg) ^M^. 7fc#^H^TT*3^ram#L/io ^lS>?K^"fe7-r h Srffl 
W^^Lf^m. ?i?^=&Mi±T-C>8iilt. 6-(4-tf^i;i?-;V)-5,6--:^fc Kn-7H- 
tf n □ [1, 2-c] -r ^ i5''y-;i/-7-:t > • 2 ^m^^^^lsi'feS'ft^ ^ Lr#fCo ^J^'Tb-^tJ 
t%mm^2)X%hiLfzA-\.{2-\L Kn^->J^^;V)T5 y]-l-li°^'; v^>:*;V>K 
V^tert-r^;V:6^ 1^11*6^30) tlSl^icLTmiB'fb'^i^^efeH^ (300 mg, 3 
4%) b\.xnfZo 

NMR (300 MHz, CDCI3) d : 1.17-1.55 (3H, m), 1.78-1.97 (IH, m), 2.29-2.55 
(2H, m), 2.73-3.03 (3H. m), 3.41-3.57 (3H. m), 3.88 (IH. bs). 4.53 (IH, 
bs). 4.71 (IH, bs), 4.95 (IH. bs), 7.58 (IH, dd). 7.86-7.99 (5H. m). 8. 

47 (IH, s), 9.66 (IH. s). 

LC/MS:486 (MH+) 

Ttm^m^ C24H25N3O4SCI2 • 0. 5H2O L T 

(%) :C. 54.24; H. 4.93; N. 7.91 
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mm (%) :C, 54.37; H, 4.93; N, 7.86 
[0 10 2] 

6- (1- 13- [ (6- iJ^ n n -2-•:^ 7 ^ ^ ;v] n ^ nV ^ I -4- H K n ^ v-4- If 

v^;v)-l-^^;V-5, 6-5/11 Kn-7H-trnn[l,2-c]>f 5 :r'V-;V-7-:t 
47a) 1-^ ^ )V-5, K n -7H- n n [1, 2-c] 5 ^ V- ;v-7-:^ > 

4_p?^;ix_lH_^ 5 ^V-;V-5-:^;V/-?;Vxl^ K;e)^f>:$:KfBm<^:^'S (C. Christ 
ine, K. Ikhiri, A. Ahond, A. A. Mourabit, C. Poupat, P. Potier, Tetrahed 
ron. 56. 1837 (2000)) K^^X^^Lfz (8.5 %) o 

NMR (300 MHz, CDCI3) S : 2.44 (3H, s), 3.19 (2H, t), 4.31 (2H, t). 7.58 
(IH, s). 

47b) 4-11 Kndf->-4-(l-^f-;l'-7-:j-4^V-6,7->> H Kn-5H-lf n n [l,2-c]>f ^ 

jT-/- ;v-6--r ;v)-i- tf ^ V V > 557 ;i''i^*:^Etert-"7'^;v 

mkmHsd ^ tt 1- ^ ;V-5. 6- v: K n -7H- If n n [ l , 2-c] -f ^ V^- ;v 
-7-:t>' (500 mg) T!)^i:?mMmead tmm^VXm'^it^^ (35b)^efe@#: (7 
90 mg, 64%) t Lxntzo 

NMR (300 MHz, CDCI3) d 11.45 (9H, s), 1.48-1.76 (4H. m), 3.15-3.21 (2H, 
m), 3.82-3.95 (2H, m), 4.09 (IH, dd). 4.39 (IH, dd), 7.60 (IH, s). 
LC/MS: 336 (MH+). 

47c) 6-(l-i3-[(6-^'^^-2-•:^'7^;^)x;^:^^-;l']y^/^v-f ;v|-4-t Kn#v 
-4-lf^'; -J:=-)V)-l-;i^)V-5,6-i^}^ Kn-7H-Vf n n [l.2-c] ^ rV-)V-7-t 

mMm'7h)X%hiXfzA-\f: Kn^->-4-(l-^^;i/-7-:t^V-6,7-vli Kn-5H- 
tfnn[i.2-c]>r ^ :$rv-;v_6_^;v)_i_e^i; v?>5&;VsK:^^tert-r>^;V;6^ib 

^ifefni38a) iwi^ic LTMia'fb'^tr^r s^fesseii im^imM. : mm^^)WJ^d^ J 

-;i//vji:.-^;i,jn.-T-;l/, 170 mg, 50%) tLX%fZo 

NMR (300 MHz, CDCI3) d 11.46-1.89 (2H, m), 2.44 (3H, s), 2.83-3.06 (3H, 

m), 3.32-3.73 (6H, m), 3.97-4.12 (2H, m), 4.39 (2H, dd), 7.58-7.61 (2H, 
m), 7.88-7.98 (4H, m), 8.48 (IH, m). 
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LC/MS:516 (MH+). 

jum^^m C25H26N3O5SCI • 0.6H20t LT 
It#>fit (%) :C, 57.00; H, 5.20; N, 7.98 

mmm (%) :c. 56.79; h, 5.28; n, 7.83 

[0 10 3] 

6- (1- 13- [ (6-^ n n -2-i- 7 ^ ;u) 7> ;v .i^ ^ "/n /nV ^ ;v} -4- vf^ U v ^ ;V') -1 
■^;v-5, 6-v t Kn-7H-tf n n [i, 2-c] ^ ^ ^V'-;V-7-:^ > ^m.^ 

MMMATW-^W^fifzA-}^ KndE^v-4-(l-pf^;V-7-^^y-6,7-vli Kn-5H- 
li'nn [1,2-c]^ 5 ^V-;V-6--f v^>':^?;V>K>mtert-r^;V:;6^P? 
mWJ46b)i:ll;|tl^L.TMffi'f[:^^^e#.@# (411 mg, 38%) tLX^Zo 
NMR (300 MHz, . CDCI3) d : 1.31-1.40 (IH, m), 1.51-1.56 (IH. m), 1.80-1.98 

(IH. m), 2.28 (IH. bs), 2.50 (IH. t). 2.62 (3H. s). 2.75-3.09 (3H, m), 
3.25-3.31 (IH, m), 3.44-3.60 (2H. m). 3.88-3.89 (IH, m), 4.52-4.57 (2H. 
m), 4.78-4.87 (IH, m). 7.59 (IH, d), 7.88-7.97 (4H, m), 8.47 (IH, s). 9. 
54-9.58 (IH. m). 

ytm^^m C25H27N3O4SCI2 • 1.5H20i: LT 

tf#^ (0/0) :C, 53.29; H, 5.37; N, 7.46 

^iij-lit (%) :c, 53.08 ; H. 5.31; N, 7.65 

[0 10 4] 

^M^49 

6- (1- 13- [{6--^uu-2-i-y^ ;^ ;i' j}^ - y n ^ nv ^ -4- if ^ U ;v) -6 
Kn-5H-lfan[i,2-c]'f ^ :5^V-;V-7-:t-;W 

^ -4- e ^ U -5. n F n -7H- tf n n [1, 2-c] >( 5 ^ V- ;v-7-:^- > • 

(200 mg) (Ov^nno.^ (3 mL) K^m. (2 mL) 25.t>'vT/ h 1; 

H Kn.i^H7^^}..;^i, (390 mg) ^mmUK.. MUT2m^mWLfZo K/S?^ 
frC^jfORmTK^'^hV'^ATK^jet (30 mL) ^iuk.. ^M^^J^ (30 mL) T«&m 
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^-v: 100/ 



e-fe/^^B^H (45 mg, 24%) t LXn^tzo 

NMR (300 MHz, CDCI3) d 11.12-1.38 (2H, m). 1.57-2.20 (5H, m), 2.48-2.60 
(IH, m). 2.66-2.68 (IH, m). 2.83-2.89 (IH, m), 2.98-3.18 (IH. m). 3.54- 
3.64 (2H, m), 3.84-3.85 (IH, m). 4.06-4.24 (IH, m), 4.53-4.57 (IH, m), 4 
.98-4.99 (IH, m), 6.82 (IH, bs), 7.38 (IH, bs), 7.56-7.60 (IH, m). 7.88- 
7.95 (4H. m). 8.46 (IH, s). 

Ttm^^W C24H26N3O4SCI • 0. 5H2O • 0. lEtOAc tLX 

(%) :C, 57.94; H, 5.54; N, 8.31 
mm^m (%) :C, 58.04; H, 5.53; N, 8.04 

[0 10 5] 

N-|l-(3-[(6-i5'nn-2--^7^;v);^;i/^::i;v]"/n/NV^;H- l3-[(6-t5'nn-2- 
•:^7^;^);^;^.i^^;^]:7•^/^v^;^}-4-tl°-^l; v^;v)-iH--f ^ tJ^y-;u-4-5&;v 

50a) 1- 13- [ (6- n n -2-i- 7 f-;v) ;^ ;v sj^ - ;v] T^n /nv M -4- if ^ Vi^^T 

4-T5 y If^'; >?>(26 g) t^>XT;VT-'l^ K(27 ial)-^^h Synthetic Commun 
ications, 22, 1357-2360(1992) m5ifeO:l5":&tC*i CT. N-^ •7'>'- 

4-e^vi^^;i/T^ v(49 g. m^'r^^t^j:<:^(DKiBKm 

3-[(6-i^un-2--^-7^;i/);^;vs^-;v]7°n if:a->M(2.4 g)^ N-'7aL-;vp{ 
T>-4- tf ^ V v^-;V r ^ > (1. 5 g) i:HOBt (1.3 g)<D-J ^ xnu ;^ ^ > (50 vL)m 

m^'^cd.i g)^mk.. Mi^x-iemmmwLfzo KBrn^iii hci(3o mL)7fc^?e[ 

.0 g. 59%) t LT#7^Co 



mSE#2 003-3107171 




#M 2002-338939 101/ 

NMR (200MHz. CDCI3) S ! 1.59-1.70 (4H, m), 1.77-1.92 (2H. m). 2.62-2.75 
(IH, m), 2.84-3.02 (2H, m), 3.06-3.25 (2H, m). 3.48-3.60 (2H. m), 3.76-3 
.84 (IH, m). 4.32-4.40 (IH, m), 7.59 (IH, dd, J = 8.8, 1.8). 7.93-7.98 ( 
4H, m), 8.48 (IH. s). 

50b) N- j 1- (3- [ (6- n D -2-•:^ "7 ^ ;v) ;^ jJ^ ^ ;v] y n /NV ;n- 13- [ (6- n 
^-2-•:^"7•f■;^);^;v.•^:^;^]7'^>'^v^;^|-4-t^^V -y— ;W-lH-'f ^ ^V-;v-4 

mMM50z) -elf hfifzi- 13- {(s-i7Uu-2-^y^)v):^)V:^=.)y'Wu/-^y ^ )v 
M-t'^i; >^>'T^ >'(o.29 g). ^ try-;v-4-:*;v5K:^^(o.08 g) i:HOBt(o 

.13 g)<7>i^^nnp<^>'(30 mL)S?^--WSC(0. 16 %)^tWk. W^-^im^W^X^ 

NMR (300MHz. CDCI3) S : 1.13-1.45 (2H, m), 1.92-2.08 (2H, m), 2.74 (IH. 
t, J = 11.7). 2.82-2.89 (2H, m). 3.15 (IH, t, J = 11.7). 3.52-3.57 (2H, 
m). 3.78-3.82 (IH, m), 4.10-4.13 (IH, m), 4.36-4.41 (IH. m), 7.17-7.20 ( 
IH. br), 7.56-7.59 (3H. m), 7.86-7.94 (4H. m), 8.45 (IH, s). 

[0 10 6] 
^M^J51 

l_j3_[(6-^nn-2--t-7^;i');^;wj^~;v]yn>'NV^;i/|-N-(lH-^ ^ ^-J'-}\y-4 
--f ;v) p« ^ ;^-4- > T 5 > 
Hi&^soa) t?# t> tifzi- 13- [ (6- n n -2--^ 7 f - ;v) ;^ ;v ~ ;v] 7" n y 4 jv 
-J>T<>(2.0 g). i-YV^Ji^^ ^ irv-;v-4-:*;i'#^vT;vT'ii 

K(1.8 g) t^m(0.3mL)m,2-i^^riUJ^d^y(30 iBL)?§?e['^NaBH(0Ac)3(l.3 g 

^^Lfz^k. n^m^^^'yV :*r;v:*9A-eMi5iLTl-(3-((6-iJ'nn-2-"^ 
7f^;v);^;vsf:-;v) -fu^^y 4 ;v)_n-(i- f v 5 ;5^:/'-;v-4— f ^;^)- 
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^-v : 102/ 



4-}£^Vi^yT^>{3.0g, S4%)^nfZo ClOff F^-ft^CO. 5 g) *x ^^y-)V{10 
mL)*5J;mN mm(5 mDli^^U 90r-e3^F^. mWLfZo KlBWi^^l^'^V 

MLTMIB^b'g-%^^'fe^^5^M^ (62 mg. 19%)tLT#fCo 
NMR (300MHz, CDCI3) 5 : 1.15-1.29 (2H. m), 1.79-1.93 (2H, m), 2.62-2.86 
(4H, m), 2.97-3.09 (IH, m), 3.48-3.56 (2H, m). 3.63-3.75 (3H, m), 4.24-4 
.31 (IH, m), 6.85 (IH, s), 7.52-7.57 (2H, m). 7.87-7.93 (4H, m), 8.43(1H 
, s). 

[0 10 7] 

i_j3_[(6-:5' n D-2-:^7^;^);^;^:^^^;^]y^/^v ;v|-N-[(2-^^;v-iH-^ ^ 
^V-;w-4--f ;v) ^ ^;i']-4-bf^'; >^>T ^ > 

52a) 1- 13- [ (6- iJ' n n -2-i- V'=f-)V)7s )\> =• ;v] /n* y -N- (2-^ ^ ;i/-l- 

^MM50a) -e# h^fzl- 13- [ (6- n D -2-"^- 7 ^ ;v) ;^ Jj^ ^ -'V] 7° n / nv -r 
[_4_tfyv;i; -:;>T5 ^^(4.0 g)> 2-p{ ^;v-i- h V ^ ^v'-;i'-4-*;i/'-^'^ 

i^T^V-rt K(3.7 g);6>^^ifemt|B|;jttcLTMfB^b'^tf«:a-fe^^5^^^(l. 
9g, 24%) h LT#/Co 

NMR (200MHz. CDCI3) B I 1.21-1. 28 (2H, m), 1.6l(3H. s), 1.81-2.03(2H, m), 
2. 61-2. 88 (4H, m), 2. 98-3. 11 (IH, m), 3. 47-3. 57 (2H, m). 3.63(2H, s), 3.75 
-3.81(1H, m), 4. 28-4. 34 (IH, m), 6.57(1H, s), 7. 10-7.31(15H, m), 7.33-7.6 
0(1H, m), 7. 91-7. 96 (4H, m), 8.46(1H, s). 

52b) l-|3-[(6-^' n ^-2-•:^7^;^);^;^s^^;^] -fu^^j ^ M -N-[(2-p{ •f-;w-lH 
X iJ^V-;v-4-^ ;v) :^ "?^;v]-4-tf^ v Vi^rx^ 
mMWil^ Tl# 1- 13- [ (6- iJ^ n n -2->^ -7 -5^ ;i') ^ ;v 'i^ - -'V] y n /^V ^ ;v 
I -N-(2-^ ^;V-1- h V ^ ^'v*-;v-4-^ ;V) ^ ■^;V-4-b'^ V i^^T 5 > (0. 

4 g);5-t,|lifemi:|WI;mt3LT®fS<k'^J^^e'fe^5e?^^^(0.23 g, 87%) t L 
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^->^' : 103/ 



^^MR (200MHz, CDCI3) a : 1.19-1.31 (2H, m), 1.83-1.96 (2H, m), 2.37 (3H, 
s), 2.68-2.91 (4H, m), 3.00-3.13 (IH. m), 3.51-3.60 (2H, m), 3.72-3.82 ( 
3H, m), 4.28-4.34 (IH, m), 6.74 (IH. s). 7.61 (IH, dd. J = 8.2, 1.8), 7. 
87-7. 97 (4H, m). 8.47(1H, m). 
[0 10 8] 

1_ j3_ [ (6- ^ n n -2-i- y^iV^T^y^-^^:^ ;v] -fu;^^ -N- [ (4-> ^;V-1H-^ ^ 

53a) 1- j3-[(6-i{' n u-2-i-y^)V):^)V4^^)V'] 7"n/^y -f ;vl -N-(4-pt ^;v-i- 
h 5 t5^V-;v-5--f ;v) ^ <^;v-4-if^i; -:^^t ^ :^ 

mikm50a) tL/c 1- 13- [ (6- n n -2-:^ -7 ^ ;v) ;l/ ^i^ - )\^'\ -fu/^y^)V 
\ >?>T 5 > (2.0 g). 4-p« ^;V-1- h V ^ ^V~)\^-A-iJ)Vii^^ 

^yr)V7'\L K(i.9 g)ij-himmbitnm.K\^xmmt^m^^^'^^'Bm^{2. 

2g, 59%) t tr^y^co 

NMR (200MHz, CDCI3) 8 I 1.21-1. 29 (2H, m), 1.39(3H, s), 1. 78-1. 98(2H, m), 
2. 66-2. 89 (4H, m), 2.97-3. 14 (IH, m), 3. 49-3. 57 (2H, m), 3.65(2H, s), 3.71 
-3.80(1H. m), 4. 26-4. 32 (IH, m), 7. 11-7.32(16H. m), 7. 54-7. 59 (IH, m), 7.9 

1-7.95(4H, m), 8.46(1H, s). 

53b) 1- 13- [ (6- rJ' n n -2-^ 7 ^ ;v) ;^ - ;v] 7° □ /nV -N- [ (4-^^ f - ;v-iH 
5 ^ v'- ;i/-5-'f ;^) ^ ^;v]-4- ^)Vyr^y 
|lifeM53a) -e# P> tLfcl- 13- [ (6-^5^ n n -2-"?- 7 ^;v) ;i/ y n w ;v 

I _N_ (4_^ ^ h i; ^ ;v ^ ^ ;v-5-^ ;i') ^ ^ ;v-4- tf ^ v v > r ^ > (0. 

7 g) ^ifeiaj5i tnm^x. xmt^it^m ^ ^-fe^^^^ai (o. 20 g, 76%) 1 1 

NMR (200MHz, CDCI3) 5 : 1.20-1.30 (2H, m), 1.78-1.98 (2H, m), 2.15 (3H, 
s), 2.65-2.87 (4H. m), 2.95-3.12 (IH, m), 3.45-3.58 (2H, m), 3.67-3.78 ( 
3H, m), 4.23-4.30 (IH, m), 5.01-5.68 (IH, br), 7.36-7.41 (IH, m), 7.54 ( 
IH, dd), 7.88-7.93 (4H, m), 8.44(1H, s). 
[0 10 9] 

tliiE# 2003-3107171 
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^-z^: 104/ 



ll»J54 

l-(3|[(6-^^^-2-•:^'7f-;^);^;^^^^;V']:^^/^v ^;i/|-N-(lH-'f 5 ry-;v-2 

Hife^JSOa) -e# htLfzl- 13- [ (6- iJ' n n -2--^ -7 ^ ;v) ;^ ;v .-^ ^ n y nV -f 
I -4- vf V > T 5 > (0. 5 g) > -f 5 V^/- ;v-2-5& V r ;VT'ti K (0. 13 g) 

NMR (200MHz, CDCI3) 8 : 1.02-1.48 (2H, m), 1.80-2.03 (2H, m), 2.69-3.06 
(5H, m), 3.53-3.60 (2H, m). 3.75-3.96 (3H, m), 4.29-4.43 (IH. m), 7.02 ( 
IH, s), 7.04 (IH, s), 7.51(1H. dd). 7.93-7.98 (4H, m), 8.49(1H, s). 
[0 110] 

N-(i-|3-[(6-:?' nn -2-^-7 ^;v]yn/NV ;H-4-tf^'; v^-;v)-N 

-(lH--r ^ :$^V-;V-4-^ )V) p< ^;VT-fe h T 5 K 

HM^JSi -elf ^ ttTt 1- 13- [ (6- u n -2--^ -7 ^ 5}> - •7' n /NV ;vi - 
N-(1H-^ ^ :5^y-;i'-4-^ ^;U-4-t:^V v^VT 5 >(0.6 g). h U J^^;VT 
5 V(0.24 mDoi^^^nn^ ^^(30 mL) ^?gt^7X?^T^ T-fe^;V^n^>f K(0.0 
68 mD'^Jnx.. ^fatrl6^F^m#L/Co ^t«*^*m> ?^^%tCTFA(5 niL)*Dx. 

it^m^m.-m'^yf'm.mm^ (68 mg. i6%)tLT#fco 

NMR (200MHz, CDCI3) 8 : 1.52-1.84 (4H, m), 2.15 (3H, d), 2.44-2.60 (IH. 
m), 2.79-3.10 (3H, m), 3.49-3.56 (2H. m), 3.58-4.07 (2H, m), 4.32-4.37 ( 
2H, m), 4.49-4.63 (IH, m), 6.79-6.89 (IH, m), 7.47-7.59 (2H, m). 7.89-7. 
95 (4H, m), 8.43-8.46 (IH, m). 
[0 1 1 1) 

N- (1- 13- [ (6- n n -2->^ -7 ^ ;^ ;v ^ - ;v] n 7nV ^ ;v| -4- tf ^ V v^- ;v) -N 
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^-■x : 105/ 



^Mm5ix-n tbfifzl- 13- [ (6- n n -2--?- 7 ^ ;v s}^ ^ ;v] T'n /NV ^ ;v| - 
N-(1H-^ 5 ry'-)l'-4-4)\^)^i^)l^-4-\£^->) i^VT^ >(0.6 g). h V^^)^T 
^ > (0.24 VOL) <D-J ^ U U ^ ^ y (30 mL)^?^^7XitT. ^ iJ' >';^ ;V/-J^::^;V^' n 7 

K(o.o74 mL)^jn^^ ms-eieBfp^ae^Lfvro mm^^^^^. n^rnKWA (5 

LTMfB<fc'^!^^^m'fe^5c5^M^(90 mg. 19%) t Lxntio 
NMR (200MHz, CDCI3) S : 1.58-1.87 (4H, m), 2.17 (3H. s). 2.30-2.48 (IH. 
m), 2.64-3.09 (3H, m), 3.47-3.63 (2H, m), 3.72-3.94 (2H, m), 4.21-4.39 ( 
2H, m), 4.51-4,57 (IH, m), 6.97 (IH, s), 7.51-7.55 (2H, m), 7.82-7.92 (4 
H, m), 8.42(1H, s). 
[0 112] 

l-(3-((6-:J' n n-2--^7^;v)x;vs^^;v)yn>'NV -r ;v)-N-^f-;v-N-((2-^ ^ 

|l»J52a) «^ ttfc 1- 13- [ (6- n n -2-•:^ 7 f - ;v) ;v 5}^ - n /nV ^ ;v 
( -N- (2-^ ^ h ^ ^ iJ*' V- ;v4-^ ;v) ^ ^ ;v-4- if ^ v > r 5 > (0. 5 
g). T-b h T;vm K(0.05 mL);6^?>|IMM51i: IWI^^tc UTMia^b-^tf^^M-fe 

(0.23 g. 65%)tLxmZo 
NMR (200MHz, CDCI3) ^ 11.03 (3H. t), 1.32-1.46 (2H. m). 1.72-1.86 (2H, 
m), 2.38 (3H, s), 2.46-2.58 (3H, m), 2.69-3.02 (4H, m), 3.52-3.60 (4H, m 
), 3.81-3.88 (IH, m), 4.49-4.56 (IH, m). 6.72 (IH. s), 7.29(1H, d), 7.58 
(IH, dd), 7.92-7.97 (4H, m), 8.47 (IH, s). 
[0 113] 

N- (1- 13- [ (6- ^ n n -2-i- 7 ^ ;v) ;^ ^ ^ ;v] ^ -4- tf ^ V - ;v) -N 
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^->^ : 106/ 



^j!i&M52a) ibixtzl- \3- [ (6- ^5^ n n -2-i- 7 f - ;^ ;v /-^ ^ ;v] n ^ ^ ;v 
} -N- (2-^ h i; 5 ^ V- ;v-4-^ ;v) ^ f^;i/-4-if^ >^ > T 5 > (0. 

5 g)> T-t-5^;i/i5^n^^ K(o.o6 mU-^^hmMmstmm^i^xmu'it^mim. 

NMR (200MHz, CDCI3) S : 1.25-1.77 (4H. m), 2.16 (3H, s), 2.33 (3H, s). 2 
.41-2.48 (IH. m), 2.58-3.05 (3H, m). 3.49-3.58 (2H. m), 3.79-4.03 (IH, m 
), 4.27-4.32 (2H, m), 4.56-4.67 (2H, m), 6.68(1H, d), 7.54-7.60 (IH, m). 
7.89-7.97 (4H. m), 8.44-8.48 (IH, m). 
[0 114] 

7- (1- 13- [ (6- ^ n D -2--^ T ^ X ;v .i^ ^ y n / 1 y ^ ;v} -4- vf ^ V v ^ ;v) -3 
^}V-7, S-i^\^ Kn ^ 5 ^y'[i. 5- a ] v^'>-6(5H)-:^- > 
^ifeM52a) •C# fifzl- 13-[ (6-:5' n ^-2-•:^ ;^ jf:::^;^] 7'^^^V ;v 
}_N-(2-^-^;v-i-h 5 i5^V-;i'-4-^ p< ^;v-4-e-^'; ':^^^T^ :^(0. 

5 g) . ^uur^^)v^u^y[ vio.i mL) ^^hmmms t mm^ Lxmm^t^m 

=l:e-fel&B^(0.08 g. 24%) t tT#fCo 

NMR (2OOMH2, CDCI3) a : 1.60-1.80 (4H. m), 2.38(3H. s), 2.63-2.72 (IH, m 
), 2.86-2.99 (2H, m), 3.10-3.29 IH, m), 3.50-3.64 (2H, m), 3.97-4.03 (IH 
, m), 4.42 (2H, s), 4.55 (2H, s), 4.69-4.82 (2H, m), 6.80 (IH, s), 7.62( 
IH, dd), 7.90-7.99 (4H, m). 8.50 (IH, s). 
[0 115] 

mmmeo 

N-(l-|3-[(6-^^^DD-2-:^■7^;^)x;^/-i^-;l/]7'^/^V'Y;^[-4-lf^'; >?^;i/)-N 
-(4-^ ^;^-lH--f 5 ^v*-;v-5-'f ^ ^;VT-fe h T 5 K 

f-N-(4-;>{ ■^;V-1- h ^}V^ < ^y-;v_5_^ )\,) ^ ^;V-4-tf^ V v>T ^ > (0. 
5 g). r't^)V^Uy^ K(0.06 inL):d^^>|life^55t|W|;jttcLTMfB'fk'^«rJ^^ 
n^yfW^m^n (O.IO g. 28%)i:br#:^Co 

NMR (200MHz, CDCI3) 8 I 1.60-1.78 (4H. m), 2.18 (3H, s), 2.19 (3H. s), 2 
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.49-2.55 (IH. m), 2.78-3.08 (3H, m), 3.48-3.62 (2H, m), 3.65-4.05 (IH. m 

), 4.24-4.39 (2H, m), 4.48-4.65 (2H, m), 7.34-7.43 (IH, m), 7.57 (IH, dd 

). 7.91-7.97 (4H. m), 8.45-8.47 (IH. m). 
[0 116] 

mmmi 

1- 13-[ {6-^ n u-2--i- y ;^ y ^7^v ^ ;v| -N-j^^;v-N-(4-^ 

\ -N- (4-p« > V ^ tJ^ V- ;v-5-^ ;w) ^ ^;v-4- e ^ v v > T ^ > (o. 

5 g) ^ T h T ;VT't: K (0. 05 mL) if- 16 mMmi t LTMIfl-fb-^J^ 
-fe^^Ji^^B^B (0. 14 g. 40%) t tT#/Co 

NMR (200MHz, CDCI3) 8 10.99 (3H. t). 1.32-1.47 (2H, m), 1.71-1.84 (2H, 
m), 2.18 (3H, s), 2.38-2.55 (3H, m), 2.70-2.94 (4H, m), 3.52-3.58 (4H, m 
), 3.82-3.88 (IH, m). 4.49-4.56 (IH, m). 7.55 (IH, s), 7.57 (IH, dd), 7. 
92-7.96 (4H, m), 8.47 (IH, s). 
[0 117] 

7- (1- j3- [ (6- n n -2-':^ '7'f-)\/)7.)V^:=.)V'\'fu/^jyf)V\ -A- U v^— -7 
^ a^'V [1, 2- a ] If 9 V >-6 (5H) -:t > 
lli&^J54'e#/i 1- (3 1 [ (6-^ n n -2-i- "7 ^ ;V') ;V si^ - y'n / W ^ -N- (1 

H-'T ^ ^v*-;v-2--f ;v)'^-^;v-4-tf^V v^>r 5 ;x (0.5 g). ^uur^^)v 

^X2<7y( K(0.1 mL);&>f>|li&M59t|W|;mtcLTmfa'fb'^!^^it'fe'fe7F^5^,^aSB(0 
.03 g, b%)t \^X%fZo 

NMR (200MHz, CDCI3) 8 11.61-1.81 (4H, m), 2.56-2.72 (IH, m), 2.87-2.97 
(2H, m), 3.11-3.28 (IH, m), 3.54-3.62 (2H, m), 3.97-4.09 (IH, m), 4.49 ( 
2H. s), 4.69-4.78 (4H, m), 6.89 (IH, s), 7.11 (IH, s). 7.60 (IH, dd), 7. 
95-7.99 (4H, m), 8.49 (IH, s). 
[0 118] 
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#M 2002-338939 



^-v: 108/ 



7-(l-|3-[(6-i5' ^^-2-':^7f-;^);^-'^'i^--'^]•:^^/^V ;v|-4-v:'^U v^;V')-3 
^;V-5. 6, 7, 8-T- h 9 ^^ ^ K n ^ § ^ V[l, 5-a] li" ^ > 
N-tert-y'f^;^:* ;^4^'-;W-4-tf^ V >*'^;l'T 5 > (2. 0 g) i:2-;^ h i; ^ 

^ ^'y*-;v-4-;<;;Vxis'^vT;VT'ii K(3.5 g);6^f>||WJ51i:|W|;jttcLTN-te 

^';>^>T5 >(4.0 g, 75%)=Sr#/Co ^1-, CK^J^ffc-^J^ ;^ n n T-fe^;l/^ n ^ 

Fd.l mL)/&^^||Ji^j59t|WI;||tc tTN-tert-r^;i'-3-p«-^;V-5,6,7,8-x b 
7 /^-r K o ^ ^ iJ^y [1. 5-a] 11° ^ V (2. Og. 80%) ^^i%tZo ^ tt ^THF(20mL) Km 
^i?L> lM<^sK7> • THF||#THF(18 mL)^?^^lJPx.. -HfeJn|gt^i^L/Co ^i^:-?^ 
^IN mm(20 mL)-e^8!taL. j^SIL/io ^^!i>^TFA(15 mL)lr^#FL, m^cit 
3-[(6-i^nn-2--^-7^;v);^;i/^i^-;i/37'*nif::e->^(i.7 g)t^MM50b)t 

Lxmuit'^m^mM^'^m^mBi(si.(Ag, 1.4%) ^ LT#fco 

NMR (200MHz, CDCI3) 8 : 1.17-1.48 (2H, m), 1.80-1.94 (2H, m), 2.27 (3H, 
s), 2.58-2.63 (2H, m), 2.81-2.89 (4H, m), 2.98-3.12 (IH, m), 3.42-3.56 ( 
2H, m). 3.70-3.81 (5H, m), 4.43-4.50 (IH, m), 6.59 (IH, s), 7.54 (IH, dd 
). 7.89-7.93 (4H. m). 8.44 (IH, s). 
[0 119] 

mmm64 

7-(l- l3-[(6-i^ ^^-2-•^■7^;^)>^;^^^^;^]y^>'^v ;i/}-4-kf^'; v^;v)-l 
,5-v^^^;V'-7,8->^li Kn^ ^ y^/\.l,5-a\\^y i^>-6(bn)-:t> 

\ -N-(4-^ ^}\^-\- \ V ^;i^-r 5 rV'-;w5--r )\^) ^ ^;v-4-if^'j -j>r^>{i. 

5 g). 2-^V2i3':r\j}£:t-)V^Uy^ K(0.24 mL)7^^hmMm59 trnW-li^LXm 
fB'fb'^tf^a-fe^B%(0.66 g. 62%)i:L-C#/io 

NMR (200MHz, CDCI3) S 11.16 (3H. d), 1.69-1.76 (4H, m), 2.20 (3H, s), 2 
.48-2.78 (IH, m), 2.93-3.02 (2H, m). 3.11-3.30 (IH. m), 3.53-3.73 (2H, m 
), 3.98-4.05 (IH, m), 4.33 (2^ s), 4.72-4.78 (3H, m), 7.46 (IH. s), 7.6 
2 (IH, dd), 7.96-7.99 (4H, m), 8.51 (IH, s). 
[0 12 0] 



tiJiE#2 003-3107171 



mm 2002-338939 



^-i^ : 109/ 



2-(l- 13-[(6-^ ^^-2-*:^•7•^;l/);^;^s^^;^]7'^/^v ^ ;i'}-4-ii'^U >?^;v)-7 

^ife-anisSa) T# f> iL/i 1- 13- [ (6- ^ n n -2-i- y^)V)7.)V^:=.)V'\':rx2j^jy()V 
\ -N-(4-p{ h U ^ :jry^;v._5_^ ;v) ^ -^;v-4-if >?>'T 5 >' (1. 

5 g)=lrlN mm(20mL)Jc^j^L. 70'C-e4BfP^. m^l^tf^o ^W^. B-BWi^^W. 

)KmmU DBU(0.16 inL)*5J:t>*:*;l/jK-;V-:^-r ^ ^V-;v(0.19 g)=^Jnx./Co 

ii^iVij^h. T'ffl^ LTSia-fk-^tJ =^ etL^B^H (83 mg, 7%) h t T#fCo 
NMR (200MHz, CDCI3) 8 : 1.64-1.88 (2H, m), 1.96-2.04 (2H, m), 2.24 (3H, 
s), 2.60-2.73 (IH, m), 2.87-3.01 (2H, m), 3.15-3.27 (IH, m), 3.46-3.73 ( 
2H. m), 3.99-4.33 (2H. m), 4.28 (2H. s), 4.71-4.78 (IH. m). 7.62 (IH, dd 
). 7.87-8.00 (4H, m), 8.51 (IH. s). 

[0 12 1] 
^ifeM66 

7- (1- 13- [ (6- ^ n n -2-^ "7 -f - ;v) ;^ ;i/ 5^ ^ 7 nV -i' ;v} -4- U V^ii') -i 
-:^^)V-l,Z-V\L Kn^ ^ :5^V"[l,5-a]kr7v^^-6(5H)-:^>' 

lli&M53a) "e# lb tLfcl- 13- [ (6- ^ n n -2--^ 7 ^ ;^ ;v ^ ^ ;v] /nV 
( -N- (4- ^ ;v-i- h ^ ^ ^ ^ V'- ;i'-5- ^ ^ ^ ;v-4- e ^ v v r ^ > (0 
.5 g). T-b-f-;i/i^n^^ K(0.i T^ii-hmwm>^hWmz.\^xmiAt'^m-k'^ 
'fe*§^(0.11 g. 30%) h LT#/io 

NMR (200MHz, CDCI3) 8 : 1.67-1.81 (4H, m), 2.19 (3H, s), 2.59-2.72 (IH, 
m), 2,87-3.02 (2H, m), 3.08-3.32 (IH. m). 3.50-3.65 (2H, m), 3.99-4.08 ( 
IH, m), 4.19 (2H, s). 4.67 (2H, s), 4.71-4.82 (2H, m), 7.44 (IH, s), 7.6 
2 (IH, dd), 7.90-7.99 (4H, m), 8.50 (IH, s). 
[0 12 2] 



miE# 2003-3107171 



#M 2002-338939 



^-v: 110/ 



7_ (i_ i3_ [ (6- n n -2-f - 7 f - ;v) ;^ ;i/ ^ ;v] "/n /nV ^ ;vl -4- tf ^ V -l 
_p{^;i/_5,6,7,8--r h y^^^ Kn-f 5 irvll,5-a] tf ■^vV 

;l..^'j::;i/-4-tr^ V v-;VT ^ > (2. 0 g) t5-J^ b V ^ 

)Vyi 5 irV-;V4-557;V'i^#vT;V7'li K(3.5 g);6^f>^ifel?051i:|WI1tlCfrN-ter 
t-yf-;lx?f;;i/?}s'::i;V-[(5-p« ^;V-1- h V -^iW-f 5 ^V-;v-4-^ ;v) ^ ^;v]-4-bf 
v>'>T^ >(4.5 g, 84%)=^t#7tc, ^Iw, iO'ft'g't^O.O g)^7*n^T-tf^ 
;Vv^n7-< K(1.4 mL)^^?>^»J5i:|W|#lwLTN-tert-y-^;V:^;V'i^'^-'i'-l-p« 
f-;i'-5, 6, 7, 8-x^7^^'Y K^^^^5^^/[l,5-a]e7v^:^(2.0 g, 67%)«r#fw 
o ^^1.^^(20 inL)lC-^ML> IMc^sK^V •THF^#THF(18 mD^fl^^rljnx.. — 
Bfejjnf?tm»itL/Co RJS?^^1N :^m(20 mL)T-^?[LSt. itiSLf^o ^^tf^TFA(15 
mL)lc^l^L> mocit^. 3-[(6-^5'^^-2->:^7f■;^);^;^'^^;^]7•^lf:t>M 
(1.7 g)^^»J50b)^l^^l::LTmfB'ffc'^t/=^r^fr'fe^^^«tH% (0.12g, 4%) 

NMR (200MHz, CDCI3) 8 : 1.39-1.57 (2H, m), 1.85-1.99 (2H, m), 2.11 (3H, 
s), 2.56-2.94 (6H. m). 3.02-3.14 (IH, m), 3.53-3.60 (2H, m), 3.69 (2H, s 
), 3.71-3.82 (IH. m). 3.89-4.00 (2H, m), 4.50-4.57 (IH, m), 7.30 (IH. d) 
, 7.58 (IH, dd), 7.93-7.97 (4H, m), 8.48 (IH, s). 

[0 12 3] 
^i&^J68 

2- (1- js- [ (6- n n -2--:?- 7 f - ;^ 51^ - T^a ^V ^ -4- H*^ V -J=-)V) -5 
-^^;v-l,2-vt Kn-3H--r 5 yyll,5-c]-f ^ ^V'-;i/-3-:t > 
1_ j3_ [ (6- ^ n n -2- 7 ^ Ji/) A 4^ ^ ;v] y n y ^ I -N- (4- ^ ;v-l- > 
5 )\y);^f^)^-A-\^^^)V>T^ >'(1.5 g)^ DBU(0.16 mL)i3 

^xfij)v^=^}v-jy{ ^ j?'v-;v(o.i9 g)if-hmMm^tmm^\^xmw.it'^^ 
e^^^H(o. 14 g, 52%) t i^xntzo 

NMR (200MHz, CDCI3) 8 11.58-1.72 (2H, m), 1.86-1.99 (2H. m), 2.61 (3H. 
s), 2.63-2.68 (IH. m), 2.81-3.01 (2H. m). 3.14-3.23 (IH. m), 3.46-3.65 ( 
2H. m). 3.97-4.02 (IH. m), 4.13-4.22 (IH, m), 4.25 (2H, s). 4.69-4.74 (1 



miiE# 2003-3107171 




#M2 0 0 2-3 3 8 9 3 9 ^-v : 111/ 

H. m). 6.70 (IH, d). 7.59 (IH, dd), 7.89-7.96 (4H, m), 8.47 (IH. d). 
[0 12 4] 



2- (1- 13- [ (6- ^ n n -2--^ 7 ;^ ;i/ ^ ;v] 7" n y \v ^ )V\ -4- V v — -5 
-;<^)l^-1.2-Z^\f: Kn-3H--f 5 ^^[1,5-0] 5 ^v'-^V-S-:^^ 
69a) 2-(l-^>>^;V-4-li°^'; v^>:::^;v)-5-^^;V-l,2-vt: Kn-SH-'T ^ ^^V'Cl 
,5-c]^ 5 r^J'-)V-3-ty 

2-^^;i/^ ^ r^J"-)V-4-T)\^T\± Kdl.O g). 4-T^y-l-^>'>^;Hi*-^V>^ 
^(19.0 g)^XXmm.(e.7 fsiL)<Dh2--J^UUJ:.^>mWL(200 mD'^TKitT. Na 
HB(0Ac)3(31.8 g)?:Unx.. ^fi-e-«^i?l-lf fco g:iS?e[=Sr^m:* U AtK^^ 
-tra?!^. fe7fc«M-7^*:T«v'^^AT-^:^L/io a»'^THF(20 

0 mDtc^^L. :*;u5K-;vv?-r ^ rv'-jvin.s g) ^DBU(i6.7 g)^Jnx.-cMza 

AT^H^LTMfMb-^tfdS.B g, 60%) t Lxntzo 

NMR (200MHz. CDCI3) 5 : 1.74-1.85 (4H, m), 2.07-2.20 (2H. m), 2.61 (3H, s 
, Me), 2.97-3.03 (2H, m), 3.53 (2H, s), 3.89-4.06 (IH, m), 4.30 (2H, s), 
6.70 (IH, s), 7.32 (5H, m). 

69b) 5-p{f^;l/-2-(4-tf^'; v>:::^;l')-l,2-vt Kn-3H--r ^ ^yll,5-c]^ ^ 
Kn-3H-'f 5 iJ^V[l,5-c]^ 5 iS^V'-;V-3-:e- V(18.2 g) 1 10%Pd/C(50%-^Xl. 5 g 

)^^i5'y-;v(3oo mD^cjDx.. 7i^m^mM.r2.5Bm^^^u^fzo mm^^^. 
, m)i:nfzo 

NMR (200MHz, CDCI3) 8: 1.56-1.89 (4H, m), 2.62 (3H, s. Me), 2.75 (2H, d 
t). 3.17-3.23 (2H, m), 3.97-4.13 (IH, m), 4.32 (2H. s), 6.71 (IH, s). 
69c) 2-(l-{3-[(6-rJ'nn-2--^7^;i/);^;i/^^;v]7'n/NV-f ;v|-4-ii*^U 
->V)-5-^^;V-l,2-i?li Kn-3H-^ ^ i5^V[l,5-c]^ ^ ^y-;i^-3-:e- V 



ailiE# 2003-3107171 



#M 2002-338939 



^--J : 112/ 



^ifeM69b)-e#f>tL:/t:5-^5^;V-2-(4-tf^U i>^;V)-1.2-v t Kn-SH-I' 5 V 
^/[l, 5-c] ^ ^y-^V-S-:*- > (8. 8 g) t > V Jif-^VT 5 > (6. 7 mL) (7)1^(150 m 
L) WJ7ld) tr^f ^ ihfz-m.i\:3- -2-i- ;v -^^ ^ ;v] -/n 

^NV-f ;v(14.7 g)<^'nF(lOO mL)^?^*7»TJC?iTL/io Rf&?g[^0r-e5B#P^ 

mmt^m {11.2 5i%)i:LT#fco 

TC^^Ifrifi C24H25N404SCli:LT 

nnm. (%) :C. 57.54 ; H. 5.03; N, 11.18 

(%) :C, 57.42 ; H, 5.13; N, 10.99 

[0 12 5] 

2- (1- 13- [ (6- n n -2-«:^ 7 ^ ;v) ;^ ;v - ;v] yn /^v ^ ;v} -4- tf^ V ;v) -5 
^)V-l, 2-v t Kn-3H-^ ^ ^vH, 5-c] -i 5 ^V'-;v-3-;r > MBM. 
%mnmc) 'e# :i^/i2- (1- i3-[ {io-i7 n 0-2--^ 7 ^ ;v) >^ >^ - / w 
^ -4-e^'; >?-;V)-5-pJ ^;V-1, 2-vli Kn-3H-< ^ r^/ll, S-cl-f ^ i5^y- 
)V-Z--^ > (0. 50 g) <7) ^ ^ y - ;v (20 mL) it^^-^lNm^fbTlC^i - y- )VmW. (4 mL) * 

t:iil5lLTMfB'fb'^t>^e'fe^B^Bf^@#^(0.51 g, 86%) ^ LT#fCo 
NMR (200MHz, DMSO-de) S : 1.40-1.88 (4H, m), 2.54-2.65 (IH, m), 2.73-2.7 

9(5H, m), 3.05-3.16 (IH. m), 3.63 (2H, t), 3.88-4.15 (2H, m), 4.23-4.39 

(IH. m), 4.55 (2H, s). 7.49 (IH, s), 7.74 (IH, dd). 8.00 (IH. dd), 8.17- 
8.31 (3H, m), 8.66 (IH, s). 

C24H25N4O4SCI • HCl • I.5H2O • 0.4Et20i: LT 
lt#^ (%) :C, 51.75; H, 5.60; N, 9.43 
Wmm. (%) :C. 51.95; H, 5.56; N, 9.30 
[0 12 6] 



ailiE# 2003-3107171 



#M 2002-338939 



^-v: 113/ 



-i?^^;v-l,2-i^t Kn-3H--f ^ ^vll.5-c]-r 5 ry-)U-3-^> 

71a) N-(i-^>>?;V:r^v:^:^'— >?>-4--f ;i')-N-(4-p<^;i/-f ^ ^y*- 

N-(i-^>-:^;^:^^->:*.i?-;vkr^y-:^>-4->f ;i/)T^ >(10 g). 4-^^;i^-r 
^ ^y*-;V-5-:*;v**^vT;VT't K(4.7 g)*5 J;i;^ie(3.0 mL) =lrl.2-i^^ nn 
J^i5^>(100 mDliZ^ML. yK^T. NaBH(0Ac)3(13. 6 m^r^—mmW 

LTMfB'fb'^tf*^t^tt>(8.0 g, 57%) t l^xmfzo 

NMR (200MHz. CDCI3) 8 : 1.23-1.38 (2H, m), 1.85-1.95 (2H. m), 2.19 (3H, 
s), 2.64-2.74 (IH, m), 2.83-2.95 (2H, m). 3.72 (2H. s), 4.07-4.18 (2H. m 
), 5.12 (2H, s), 7.28-7.37 (5H, m), 7.44 (IH. s). 

71b) 2-{\-^>'y)V:^^i/ij^=.)V\£^'i)V:y-^^)V)-7-:A^)\/-\,2-''J\L Kn 
-3H--r ^ ^VCl. 5-c] ^ Vy^~)V-3-it > 
^lfeW0a)-t?#f>tt7tN-(l-^> v';i';f ^v:^; -Jy-A-^ ;w)-N-(4 

5 iJ^V-;v) ^ f-;v) T ^ > (7. 0 g) n n ^ ^ v (70 mL) lc?§J!i 

U DBU(3.4mL);feJ:tJ^:*;VjK^;l/vM5i5^y-;i'(3.5 g)^in£7to 

* ^ A T'3»|^ t TSIB'ffc'^!^^ =1: e-fe^ge^H (5. 1 g. 69%) h L XWfZo 
NMR (200MHz, CDCI3) a 11.63-1.76 (2H. m). 1.84-1.90 (2H, m), 2.22 (3H. 
s). 2.85-2.98 (2H. m), 4.09-4.36 (3H, m), 4.27 (2H, s). 5.15 (2H. s), 7. 
28-7.37 (5H, m), 7.85(1H, s). 

71c) 2-(l-^>i^;l/:t^v*sK^;m'^i; i^>-4-'f ;v)-i.7-vp«^;v-i,2->^t 
Kn-3H->f ^ iS^V'[l,5-c]-f ^ ^^V'-;i'-3-^> 

^i&^J71b) -etf h firz2-(l-^ .1?- ;i/ U ^-4-'f ;l/) -7-;^ 
f^;V-1.2-->'li Kn-3H-^ ^ ^rVCl.S-cD-f ^ j5^y-;V-3-*>(1.5 g)=lr. 'IHF(40 



miE# 2003-3107171 




#M 2002-338939 ^-i^ : 114/ 

rjv-^yA x-mwkLxmm'it^^^mvt^d. i g. 71%) t Lx^tzo 

NMR (200MHz, CDCl) S 11.54 (3H, t), 1.58-2.08 (4H, m), 2.22 (3H, s), 2. 
77-2.98 (2H, m). 3.75-3.92 (IH, m), 4.26-4.46 (2H, m), 4.65 (IH. q), 5.1 
5 (2H. s). 7.37-7.40 (5H, m), 7.76 (IH. s). 
7ld) Uit3-[i6-i^ n ^-2-•:^7^;^);^;^/-^-;^] -/n/W ^ ;v 

3-[(6-^'nn-2-"^7f^;w);^;v^^;v]7'nfer:t>m(l4,9 g). mt'^^^^Ji^i 
4.4mL)i:DMF (2fg) ^ b ;VJ.>' (100 mL) tcttM^ 1.5mmi3mm.m.LfZo m 

m^^^L. m.^miJ^—T)]^t^^-^yxm^Lxm%m^m^m'&mmis. 

5 g. 9S%)tLXnfZo' 

NMR (200MHz, CDCI3) S: 3.35-3.44 (2H, m), 3.49-3.57 (2H, m), 7.62 (IH, 
dd), 7.87-8.00 (4H, m), 8.48 (IH, s). 

71e) 2-(l-|3-[(6-^ ^0-2-•^•7f-;^)y?>;V^^^]7'D>'^V -l';V(-4-tl^'; -J=-JV 

vV'^;i/-l,2--7t Kn-3H-^ ^ ^vll.5-c]-f 5 i5^y-;W3-^ > (3. 3 g)*^i5' 
y-;v(50 mDlc^^^L. 10%Pd/C(50%'^7Xl.6 g)^Jnx.. 7X^^»fLT> -Bfe^M 

mjt^n-ofzo uj^m^^mx^. ^WL^mmx^fzo 'mmm^. ^mm-f-y')"^ 

3-[(6-:5'nn-2--^-7-^;v);:^;i/^i^^;v]yn/NV^;v(0.6 g)-^1mkfzo WJBW.^ 

^Lfzo mm^'^^x^fz^. m^m^'y')'^y)Vij'7^xnm\.xmmiY,'^m^ 

^n^'^^'Bm^ (1. 2 g, 28%) t \^X%fZo 

NMR (200MHz, CDCI3) 8 11.54 (3H, t), 1.88-2.05 (4H, m), 2.23 (3H, s), 2 
.53-2.64 (IH. m). 2.87-2.95 (2H. m). 3.08-3.20 (IH. m), 3.54-3.62 (2H, m 
), 3.81-3.94 (2H. m), 4.62-4.72 (2H. m). 7.60 (IH, dd), 7.79 (IH, s), 7. 
85-7.98 (4H. m), 8.49 (IH, s). 



ffiiE# 2003-3107171 




#02 002-338939 ^~-J : 115/ 

[0 12 7] 

2- (1- 13- [ (6- iJ' n n -2-^ 7 ^ >^ — 7"n y nv ^ ;vl -4- V -J—)i^) -5 
, 7-v^^;H.2->^l^ Kn-3H--f ^ ^yll,5-c]-r ^ ^V-;V-3-:^- ^ 
72a) N-Ctert-T* h ^'>;?7 >^>-4-^ ;v)_N-(2-;>{ $. 

N-(tert-:7'h^v:^>^'-;^tr^'j v:/-4-^;v)T^ > (4.8 g). 2-^f-;v-f^ 
^-V*-;v_5_:^;i..-j?dE^~>r;VT-'li K (3. 0 g) J: l^^l^^ (1.7 ml»l,2->^^'nn 
(50 mDtC^PL. xfci^T. NaBH(0Ac)3 (7.7 g)^lM^. m.^X--mm^ 

^M^Mt»t<:OMIfi'fk'6-t>(8.0 g, 100%)=S:#/Zo 

NMR (200MHz, (3)013)^:1.27-1.40 (2H, m). 1.45 (9H, s). 1.85-1.90 (2H, m) 
, 2.15 (3H, s). 2.31 (3H. s), 2.66-2.80 (3H, m), 3.71 (2H. s), 4.00-4.18 

(2H, m), 6.06 (2H, brs). 
72b) 2- (tert-y h ^ v :^ }U i; v >-4-^ ;v) -5-^ ^;V-1. 2-i^ F n -3H 
--r ^ 5-c] ^ i5^^/-;i/-3-3j- >- 

^ife^J72a-e#/iN-(tert-':3^ b ^ :^ tf ^ V ^-4--r ;v) -N- (2-^ 
■i' ^ i5^y*-;v)^-5^;v)T^ > (8.0g)=&. i^'^uu^^y (100 ml) tc?t^L. D 
BU (3.6 ml)i3J:LFCDI(3.9g)^Jnx.^^o ^^D?g^-Bfeti*|sU RlBm^^M:^') 

0^fB'fb^t?(7.8 g. 97%)*#/io 

NMR (200MHz, CDCI3) 5:1.47 (9H, s), 1.57-1.72 (2H. m), 1.77-1.92 (2H, m 
), 2.15 (3H, s), 2.57 (3H, s), 2.77-2.88 (2H, m), 4.03-4.15 (2H. m). 4.2 
0 (2H, s), 4.29 (IH, brs). 

72c) 2- ( 1- 13- [ (6- iJ' n n -2- f - 7 ^ ;i/) ;^ ;v .-^ - T' n y ^ ;v } -4- If U >^ 
;v)-5,7--:^^^;V-1.2-i^li Fn-3H->f ^ ^y'[l,5-c]4^ r^J'-)l^-3-t> 
llifeM72aT#^2-(tert-r h ^v:* jK^;ve^'; y >-4-^ ;V)-5-pi ^}]^-l,2 



mSE# 2003-3107171 
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^-.v : 116/ 



!^«:vU:^r;V:^7A-e3»mL"rSfB>fb'8^^a'feM^(3.8 g, 50%)bLxmz 

o 

NMR (200MHz, CDCI3) a I 1.62-1.79 (2H, m), 1.83-1.99 (2H. m), 2.15 (3H. 
s), 2.57 (3H, s), 2.64-2.71 (IH, m), 2.86-2.99 (2H, m). 3.31-3.26 (IH, m 
), 3.49-3.63 (2H, m), 3.97-4.18 (4H. m), 4.75-4.96 (IH. m). 7.61 (IH, dd 
), 7.89-7.99 (4H, m). 8.49 (IH. s). 

[0 12 8] 
^ife^J73 

l-l3-[(6-^'nn-2-"t'7f^;v)>5>;i'jJ^-;v]yn/NV^;^|-4-[2-(lH-^ 5 rv- 

73a) 2- ll-[3-(6-iJ' n n-2-^"7^;v) -/n^NV -4-fc°^ V 

2- (4- If ^ V i;?;v) ^ y - ;V (3. 70 g) t ^mTfc*-^ hV^J^ (2. 03 g) <7)7K (50 
iiiL)-THF(50 mLym^W.^nMm9d)X-^%hfifzm\:3-i(6-:^X2U-2-i-yi^)i'):^ 
)V:^:=.)]^]':fu/^y y[ )Vi7.57 g) ^^J'^io'ojDx./co a^»?^=SrO'C-eiB#F^;6^§2S 

xm^\^xm%zi\:-^m^%^n\mi}{^. i8 g, 63%) t x^xmzo 

NMR (200MHz, CDCI3) d : 1.01-1.13 (2H, m), 1.45-1.56 (2H, m), 1.67-1.81 
(2H, m), 2.45-2.57 (IH, m). 2.80-2.90 (2H, m), 2.93-3.06 (IH, m), 3.52-3 
.60 (2H, m), 3.66-3.83 (3H, m), 4.44-4.50 (IH, m), 7.59 (IH, dd). 7.93-7 
.97 (4H. m), 8.47 (IH, s). 

73b) J: 9'fk2-(l-|3-[(6-:^nn-2--^'7^;v);^;Vjh-;v]7'n/NV-f ;i'}-4-tr^ 



ailiE# 2003-3107171 



mm 2002-338939 



^-v: 117/ 



mMmSa) T^f lb fifz2- \1- [3- (6- ^ n n -2-'^ :7 ;^ ;v "/n /NV ^ 
;i/f_4_e^i;i^-;V)ji>j^/~;V(6.i8 g) <7)i^m-3^^;i'(l00 mL)?#flK-vi^>fk^ 

(100 vDiizmMu i d-fb-^ b v A (11.3 g) ^ij\ix.x. Mux-unm^um^'^ 
A xmmLxmmi\:^m (5. ss g, 71%) ^#7to 

NMR (200MHz, CDCI3) a: 0.90-1.23 (2H, m), 1.60-1.84 (5H, m), 2.46-2.58 
(IH, m), 2.82-2.90 (2H, m), 2.95-3.08 (IH, m). 3.20 (2H, t. J= 6.7), 3.5 
1-3.60 (2H, m), 3.79 -3.86 (IH, m), 4.46-4.53 (IH. m), 7.60 (IH, dd), 7. 
92-7.97 (4H. m), 8.48 (IH, s). 

73c) 1- 13- [ (6- ^ n n -2-^ 7 -f - ;v) ;^ ;v .-^ - 7nV -f ;v} -4- [2- (IH-^ 5 ^ 
V~;i^-4->f ;v) v> 

4 < ^v'-;l/(0.1 g). MM-^ '>A(0.4 g)=^DMF(30 mL)KmmL. yK^T. 
mMmiSh) -e# hfitzJ;:^ it2- (1- 13- [{^-^uu -2-^ - ;v] -/n 

/^v-r;^|-4-e^v>^-;^)^^;^(o.8 g)=srjnx.7^:o n^m.^m'zxmwm- 

•rfflMLTSIB'fb'a-2^^^m'fe:^5e^M^(0.13 g, 19%) LT#fco 
NMR (200MHz, CDCI3) 8 11.01-1.18 (2H, m), 1.29-1.57 (IH, m), 1.64-1.77 
(4H, m), 2.39-2.51 (IH, m), 2,80-3.01 (3H, m), 3.51-3.60 (3H, m). 3.77-3 
.84 (IH, m), 3.94-4.01 (2H, m), 4.44-4.51 (IH, m), 6.90 (IH, s), 7.07 (1 
H, s), 7.49 (IH. br s), 7.57 (IH. dd), 7.91-7.96 (4H, m), 8.47 (IH, s). 
[0 12 9] 

5-^ n n-2- 13-^ ^ y-3_[4-(5, 6, 7, 8-7" h ^ l: Kn >f ^ ^^/W, 2-a] e V v >'-3 
74a) 3-(5-^'nn-iH-^>'X-< 5 ^^V-;i')^:e-7'n f TV 
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3-(5-^ n U-m-^yX4 ^ ^V-)V)^it'i'Xi >m(Indian J. Chem. , 11 
(11), 1119-21 (1973))(5.0 g)=^T^; -;VT;Vn-;lx (50 mDtCvtML^ 
HV^Uy^ K(1.6 mL)^iOx.> ^S?^=^2B#Kil2lL U it*iL7^Co W^m^. ^ 

, 90%)^:LT#7to 

NMR (200MHz, CDCI3) d : 1.72 (9H, s), 2.97 (2H, t). 3.54 (2H, t), 4.63 ( 
2H, dd), 5.22-5.38 (2H, m), 5.86-6.04 (IH, m), 7.17-7.28 (2H, m), 7.47-7 
.58 (IH, m), 7.72-7.86 (IH. m) 

74b) l-text-f^}l'ir^ v ;l//i^'-;V-5-:^' n u-2- |3-:t ^ V-3-[4-(5, 6, 7, 8--r 

|IWJ74a) t:1#fc3-(5-i5^ n n-iH-^>X^ 5 ;J^V'-;v)^:t7'n k> ^MT 
-;i/jL;;(.7-;l/(4.0g) . DMAP (0.1 g) =^THF (40 ttL)KmML. M^i^oc (3.4 g) 

«rin£> Mu-cimmmwLfzo Bu^m^m^^. n^m(o^%{.i.b g)^^^^ ( 

40 mL)H^j#L> p5;VK9A^(0.81 g)s Pd(PPh3)4(0.2 g)=S^]&^x.^ ^iat?-Hfe 
^^l^t/co ^JSIi^^i^,l!im> v>^i5^nn^rJ'>'(30 itiL)-^?i^tr^^St. ^(DmWL^^ 
-(5,6.7,8-7=- > -7 H Kn-r ^^y'[l,2-a]tfV v^'V-3-^;^)-l-tr^'; v>(0.52 
g) , h u 3L^)\/r ^ y (0. 53 mL) ^ HOBt (0. 32 g) tWSC(0. 40 g) =S:inx., ^za-ei6 

tf^v"; :^y;V:^^AT-ffi^LT®fB'fb'^tr?:^^'felSH%(1.4 g, 68%) h tT# 

/Co 

NMR (300MHz, CDCI3) B 11.47 (9H, s). 1.51-1.77 (2H. m), 1.92-1.98 (6H, 
m), 2.63-2.75 (IH. m), 2.83-3.00 (5H, m). 3.03-3.23 (IH. m), 3.50-3.60 ( 
2H, m), 3.79-3.85 (2H. m), 4.06-4.23 (IH, m), 4.69-4.76 (IH, m), 6.68 (l 
H, s), 7.17-7.25 (IH, m), 7.45-7.54 (IH, m), 7.74-7.87 (IH, m). 
74c) 5-i^ nn-2-|3-:^-^V-3-[4-(5,6,7.8-x h 7 t KnV ^ ^y[l,2-a] 
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|life^?!I74b) t?# f> tL;tl-tert-r^;v^ ^ >' :^ ;i/.1C-;v-5-i5' n n-2- |3-:t ^ V 
-3-[4-(5, 6, 7, 8-7^ h ^ H Kn >r ^ ^^'■"VEl. 2-a] t: V v>-3--f ;l/)-i-kf^i; 
;l^]-/ntf;l'|^:t-lH-^>X-i' ^ ^v'-;u(0.4 g)=^TFA(5 inL)lc^|^L> MiStr 

m^^^Ltz^^. n^^^^ uu:^)VA (30 mL) Kmm :^^^u nil^,t# 

m. (0.74 g)^mia-ejDx./io ^is?gL=^3B#rBim7aT-it*|iL^ mm^m^\^fz'ik. 
n^m^'y')ijy)Vij^AX'mmvxmmt^m-^mm'^m^Bm^& n«. i6%)t 

^JMR (300MHz, CDCI3) ^ : 1.14-1.68 (2H, m), 1.86-2.12 (6H, m), 2.57-2.78 
(IH. m), 2.85-2.99 (5H, m), 3-10-3.23 (IH, m), 3, 75-3.81 (2H, m), 3.94- 
3.99 (3H. m). 4.36-4.42 (IH, m). 6.87 (IH. s), 7.28-7.34 (IH. m), 7.63-7 
.69 (2H, m), 7.89-7.94 (IH, m). 

[0 13 01 
^iS^75 

2- (1- 13- [ (6- n n-2-*^ y^)V):^)V:^::. ;v] -fuz-^j ^ )V\ -4- U V — ;v) -i 
-(IH-^ ^ yf-y 

75a) 2-(l-tert-y^;V:t^v:^;V5}^'^;i/-4-t:^V i^^-;V)-l-(lH-'f ^ Vv^-Jl^ 

4-3- K-IH-^ ^ ^V-;l/(2.1 g), X h^;^^;V^^V'>v^T5 >(1.7 mL) 
OTHFilS mL)JClMJ^^;Wi^-;T.v'^A"rnv-r KTHF^?g(22 mL) ^25^ J^JlT-eJp 
x.tZo KfZ^Wi'teOVX-mmmWLfzWiK. mUX2-(l-tert-y^^)V:t^iyti)i^ 
.i€^;l/-4-e^'; v^-;V)-N-^ h^>'-N-^-^;VT-t h T5 F(2.0 g)(0'IHF(15 mL 

)^^=^]!jox.> miaT-i6^raa£$|2Lfwo Kmm^m^\:r>^=-^j^yi^^m^iM^ 

7%) bT#^o 

NMR (200MHz, CDCI3) .5 : 1.20-1.27 (2H, m), 1.47 (9H, s), 1.71-1.78 (2H. 
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m), 2.75-2.85 (4H, m), 3.31-3.39 (IH, m). 4.07-4.13 (2H, m). 7.19 (IH, s 
), 7.65 (IH. s). 

75b) 2-(l-|3-[(6-^nD-2--f 7^;^)^;^>^~;^]■/^y^V 'i';i/|-4-b°^'; 
;v) -1- (IH-^ 5 ^ ;i/-4-^ ^ y > 

lli&^?875a) T# P> Kfz2- (l-tert-r^;V :t ^ v * ;V jK- ;V-4- tf ^ V v - ;v) -1 
-(IH-^ ^ ;ry*-;V-4-^;i/)j.^y vd.O g)'S:TFA(l0 mL)^c^^^L^ mocAWt 
. 3-[(6-i5'nn-2--:h'7^;l');^;Vj^-;l']7"ne:t>m(1.0 g) T'^*fe#iJ50b) t |sj 
^ttITvMkLT®Ifi'fb'a-tl*^m'feliB%?^(0.04 g. 1.4%)fcLT#/^o 
NMR (200MHz, CDCI3) 8 : 1.08-1.26 (2H, m). 1.71-1.87 (2H, m), 2.10-2.32 
(IH, m). 2.50-2.62 (IH, m), 2.78-2.91 (4H, m), 2.99-3.11 (IH, m), 3.54-3 
.61 (2H, m), 3.78-3.85 (IH, m), 4.45-4.51 (IH, m), 7.59 (IH, dd), 7.75-7 
.97 (4H, m). 8.47(1H, s). 
[0 13 11 

2- (1- 13- [ (6- n n -2--^ 7 f - ;v) ;^ ;v 5}^ — y n /nv ^ ;v{ -4- bf U v ^ -1 
-(lH--f ^ ^V~;w-4--f y 

^i&W5b=r#fv:2-(l-i3-[(6-iJ' n ^-2-•:^■7^;^);^;^s^-;^] ^d^nv ^ ;vj - 
4- fef --^ 1; v=. -1- (iH--f 5 ^ V- ;v-4-'f ;v) ^ y > (0. 1 g) =$r y ^ y - (10 

mL) t'^^S ^<^T> -r h ^ Fo h A (0. 1 g) ^ jjPx.> ^iS-e2 

^MM-^M^mmiS mg, 17%) t LT#7to 

NMR (200MHz, CDCI3) d 10.92-1.20 (2H, m), 1.27 (IH, s), 1.71-1.79 (5H. 
m), 2.41-2.58 (IH, m), 2.84-3.07 (3H, m), 3.52-3.58 (2H, m), 3.74-3.81 ( 
IH, m), 4.38-4.45 (IH. m), 4.80-4.98 (IH, m), 7.57 (IH, dd), 7.92-7.97 ( 
4H, m), 8.47 (IH, s). 
[0 13 2] 
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1- 13- [ (6- ^ n n -i-'f- y^)V)7.}\^^^ -fu/^y y( M-4- ^ )i^-m--{ < 

3-[(6-^nn-2->^-7^;i')x;V/i^c:^;v]"7'ne:t>^(0.5 g), 4-(4-p< ^;V-1H 
^ ^y--;V-5-'1' e^i; v> 24am3^(Farmaco. 47(11), 1343-65(1992)) ( 
0. 63 g) tHOBt (0. 36 g) O i^iJ' n n ^ ^ y (30 mL) ^?gt'\WSC(0. 45 g) ^^J^^^ ^ 

. aig«^^m*ttvV*r;i/:*^A'e*»mLTMffi'fi::^t?*^^'feit^^(32 mg 
, 4%)i:tT#/io 

NMR (200MHz. CDCI3) 8 : 1.63-1.83 (4H, m). 2.26 (3H, s), 2.54-2.66 (IH, 
m), 2.74-2.90 (3H, m), 3.07-3.17 (IH, m). 3.53-3.59 (2H. m), 3.89-3.93 ( 
IH, m), 4.56-4.61 (IH. m), 6.76 (IH. s), 7.53 (IH, s), 7.58 (IH. dd), 7. 
89-7.96 (4H, m), 8.47 (IH. s). 
[0 13 3] 

2- (1- 13- iijo-'^uu -2-i- y'f-)V):^}V:^=.)v'\'fu/^j y( M -4- -J-)V) -5 
-a^^;V-7-p?^;V-l,2-vli Kn-3H--f ^ ry[l,5-c]^ ^ ^^/-)V-Z-iry 
79a) l-|3-[(6-^ n n-2--^-7^;v);^;V5^r:;v] T'n/NV -f -N-[(2-J:.^;i'-4- 
^ ^;v-iH-'i' 5 ^'v'-;i'-5-^ ;!-) ^ f-;i']-4-tr^ v >^^:/T ^ :^ 

^i&'P!l50a) -e^f ^ tL/cl- {3- [ (6- ^ n o -2-:^ 7 f - ;v) ;^ ;v 51^ - 7" n / ^v ^ ;v 
} _4_ If > T ^ > (3. 0 g) . 2- J^^;^-4-p« 5 ^ v*- ;v-5-:* v 
t;!/-^^ K(1.1 g))d-^^iSmt(WI;|ttrL-CMf2^b'a-t/^^m'feliH^0f^(2.O g. 

50%) t LT#fs:o 

NMR (200MHz. CDCI3) d 11.33 (3H, t). 1.48-1.72 (2H, m), 1.84-1.97 (2H, 
m), 2.16 (3H. s), 2.45-2.66 (IH, m), 2.82-2.97 (5H, m), 3.11-3.22 (IH. m 
). 3.52-3.75 (4H. m). 3.81-4.01 (IH, m). 4.11-4.45 (IH, m), 7.39 (IH, s) 
, 7.58 (IH. dd), 7.89-7.97 (4H. m), 8.47 (IH. s). 
79b) 2-(l-i3-[(6-^nn-2-":^7^;V);^;Vji=;~;l/]:/n/NV ;v}-4-e^V 
)V)-^-:z.^)V-l-:^^)V-l,2--J\^ Kn-3H-^ ^ ^^^/[1.5-t]^ 5 ^V-}V-Z-:^y 
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1- {3- [ (6- n n -2--?- 7 ;v) ;^ ;v six ^ /nV ^ ;v| -N- [ (2- J- ;i'-4-^ 
^;V_1H-^ = rv^-;i/-5-^;V)^^;V]-4-tf^'j>?>r 5 y(2.0 g). DBU(0.6 m 

L) is J: ;v v 5 iJ'* V*- ;v (0. 7 g) llife^J65 1 mW- 1- L TMf fi'fb'^ 

tf^a-fe*&B^B(7i mg. mtLxm^o 

NMR (200MHz, CDCI3) S : 1.33 (3H, t), 1.56-1.71 (2H, m), 1.84-1.93 (2H, 
m), 2.17 (3H, s), 2.58-2.66 (IH, m), 2.86-2.98 (4H, m), 3.13-3.22 (IH, m 
), 3.52-3.62 (2H, m), 3.97-4.01 (IH, m), 4.11-4.15 (IH, m), 4.18 (2H. s) 
, 4.68-4.72 (IH, m), 7.58 (IH, dd), 7.89-7.96 (4H. m), 8.47 (IH. s). 

[0 13 4] 
ll*&^^79 

6- 1 1- [3- (6- ^ n n -2- y f - X ;V' x-jc ;v 7^ n / ;v] -4- If ^ >; V - ;u I -6, 

7- >?li FD-5H-^ ^ ^^V'[l, 5-a] ^ W-Jl^-S-:^ > 
mMmsA-^^fzl-lS-ie-^ n n-2-«^*7f-;v);^;vj^-;vyn/NV ^ ;v]-N-(2- 
5 ;V) P« •f-;V-4- tf ^ >^ > T 5 (1. 5 g) . DBU(0. I6 mL) ^ J: Z/:^ 

5^(0.62 g, m) t LT#/v:o 

NMR (200MHZ, ClXXa) 5 : 1.60-1.75 (2H, m), 1.90-2.05 (2H, m), 2.64 (3H,t 
), 2.85-3.15 (2H, m), 3.19 (3H, t), 3.49-3.70 (2H, m), 3.99-4.04 (IH, m) 
, 4.22-4.30 (IH, m), 4.31 (2H. s), 4.70-4.75 (IH, m), 7.18 (IH, d), 7.31 
(IH. d), 7.59 (IH, dd), 7.89-7.96 (4H, m), 8.48 (IH, s). 
[0 13 5] 

N- U-[3-(6-i? n ^-2-":^ 7 :^)\y:^^)Vzfu/-^y 4 ;i/]-4-tf -J:^M -N-( 

l-[3-(6-:?' n ^-2-•:^7^;^) ;^;^:^^-;^y^^^V ;V']-N-(4-p< ^;v-l- h V 
;v-r 5 ^y-;i/-5--f ;v)^f-;i/-4-e^U v^^r^ >'(1.5 g)^ m'ffc3-yn^7'n 
tr:^-;v(0.24 mL);6-f>^Jfe^55^(BI;jttC tTmfS'fb'^i^^^mm^^a?^(0.34 g 
, 33%) LT^Tto 

NMR (2OOMH2. ax:i3) a :i,61-1.89 (4H, m). 2.23 (3H, s). 2.48-2.67 (IH, 
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m), 2.82-3.17 (3H, m), 3.57-3.64 (2H, m), 3.80-4.07 (2H, m), 4.39 (2H, s 
), 4.60-4.82 (IH, m). 5.78-5.82 (IH, m), 6.38 (IH, dd), 6.50-6.78 (IH. m 
). 7.45 (IH, s). 7.61 (IH. dd). 7.91-7.99 (4H. m). 8.50 (IH, s). 
[0 13 6] 

3- (1- (3- ( (6- n n -2-■:^ "7 ^ ;V) ;^ ;V :^ - ;V) y o /^V ^ )V) -4- tf ^ V ;v) -8 

^ rvll, 2-a] e V V >mS|:^ 
81a) 4-(8-^ 5=-;V>r ^ ^Vll,2-a] If U ;V)-l-tr^V i^>:^)V:^>me 

4-(l-rn-:e-2-^^va^^;v)-l-tr-^V v^>':*;v#>'^tert-r^7V(l.O g) t 
3_^^;V_2-T^ y v>(0.28 g)Oa:.i5'y-;^SIS(10 mL)^4^FB^31^L/i 

fz. 7K«^'6N7Km'^b>:^^v•>ASrJ^x.T;^;^;';tt^u m^:i^^)vx-t^m. im 

^%K(0.65 g, 79%) i: LX%fZo 

NMR (300 MHz, CDCI3) 5 : 1.49 (9H, s). 1.66-1.78 (2H, m), 1.90 (IH, br), 
2.09 (IH, br), 2.61 (3H, s), 2.78-2.97 (3H, m), 3.24 (IH, m). 4.25 (IH, 
m), 6.73 (IH, q, J = 6.9), 6.95 (IH, m), 7.39 (IH, d, J = 2.4), 7.84 ( 

IH, dd. J = 3.0, 6.3). 

81b) 3-(l-(3-((6-^on-2->^7^;i/);^;i/:3^-;i<')7*n>'NV-f ;V')-4-if^U 
)\,)-S-^ f-;^^ 5 ^ V[l, 2-a] e U i^-y^mM 

|IWJ81a)-e#fc4-(8-y ^ y^J'll, 2-a] 'J 

^*;V.-K>'^tert-r^;^(0.47 g)i'^^m.(2 vL) ^M^fz<Dib. y-)VX 

0.63 mL). m}(0.45 mD^mx.^m^'tfZo ^<Dm^t:. 3-(6-^ uu-f-y U 
>-2-:^)V:^=-)V)-:fU}£:^>m{0.45 g). WSC(0.43 g). HOBt (0.35 g)<DTt 

]^:=.Y^})]^ifA.mWL (10 mL) lizm^.! 2mmmwLfzo ^^T^^rMJEitM. n 
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t/^^e-feS^ (0.28 g> 38%)^ LT#7to 

NMR (200 MHz, CDCI3) S I 1.53-1.84 (2H, m), 2.05-2.20 (2H, m), 2.60 (3H, 
s). 2.77 (IH, m), 2.90-2.96 (2H. m), 3.05 (IH. m), 3.26 (IH, m), 3.55-3 

.63 (2H, m), 4.00 (IH, d, J = 13.8), 4.62 (IH. d, J = 13.8), 6.76 (IH, t 

, J = 7.0), 6.97 (IH, d. J = 7.0), 7.36 (IH, s), 7.56-7.61 (IH, m), 7.82 
(IH. d, J = 7.0). 7.90-7.97 (4H. m), 8.49 (IH, s). 

7cm^>^C26H26N303SCl • HCl • H2O t LX 

m^W. (%) C, 56.73; H, 5.31; N, 7.63. 

^Mit (%) C, 57.09; H, 5.50, N, 7.32. 
[0 13 7] 

mMms2 

3- 1 1- [3- (6- iJ' n D -2--^ -7 f - ;v) ;^ ;v ^ ;v n / w ^ -4- if ^ -J — I -7- 
82a) 4-(7-p{ ^ ^V'[l, 2-a] If V -J>-3-^ )U)-1-\£^V v ;VsK>mte 

tA-^^)v-2-T^y If 1; v>(o.28 g);^^^. mMMsia) tmmoijm^xmm 

'fb'a'2^(0.65 g, 79%)^mz. 

NMR (200 MHz, CDCI3) ^:1.49 (9H, s), 1.62-1.78 (2H, m), 2,04-2.08 (2H. 
m). 2.39 (3H, s), 2.85-2.98 (3H, m), 4.25 (2H, d, J = 14.6), 6.65 (IH, d 
. J = 7.4). 7.32 (IH. s). 7.37 (IH. s), 7.83 (IH. d. J = 7.4). 
82b) 3-(l-(3-((6-:5^nn-2->^7^;v)x;i/^-;v)yn>^NV^;i/)-4-tf^V 

IIWJ82a)-e#^c4-(7-^ ^ iJ^vll,2-a] tf V v>'-3--f 

>:*;i/.-K>iJtert--7'^;i/(0.47 g) i:3-(6-iJ^ n ^-2->:^7f-;^)>^;^^^^;^•/^ tf 
:t->m(0.45 g)=Sr^>*,v^T. mMmSlh) iimm(D-^m^xmS.it^ (0.30 g, 3 
9%) «:#fCo 
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NMR (300 MHz, CDCI3) a : 1.56-1.79 (2H. m), 2.06-2.18 (2H, m). 2.36 (3H, 
s), 2.73-2.82 (IH, m), 2.91-2.96 (2H. m), 3.00-3.09 (IH. m), 3.20-3.30 
(IH. m), 3.58-3.62 (2H, m), 4.00 (IH, d, J = 14.4). 4.62 (IH, d, J = 14. 
4), 7.02 (IH, d, J = 7.2). 7.32 (IH, s), 7.50-7.60 (2H, m). 7.68 (IH, s) 
, 7.86-7.96 (4H, m). 8.48 (IH. s). 
7C^^5W^C26H26N303SC1 • HCl • H2O t LX 

mmm (%) c. 56.73; h, 5.31; n. 7.63. 

HSimt (%) C, 56.95; H. 5.42. N, 7.50. 
[0 13 8] 

3- (1- (3- ( (6- iJ' n n -2->:^ -7 ^ ;i/) ;^ 5}^ ^ ;i/) 7" n 7 nV -f ;i/) -4- i; - ;u ) -6 

^;v-r 5 2-a] \£ u V z^-mmM 

83a) 4-(6-^ ^;V^ 5 ^V[l,2-a] tf V i^>-3-4 ;l/)-l-lf ^ V Z^y;^ )U:¥>mte 
4-(l--7'n-t-2-^^VJ^f-;i^)-l-lf^'; ':^'>:^>'V5j^'>'^tert-^^;V (1.0 g) 

t5-^ f-)v-2-T ^ y e u v^'^ (0. 28 g) ;6^e>. iiife^^8ia) t mm<7>-^m^xmm 

NMR (200 MHz. CDCI3) S : 1.49 (9H, s), 1.65-1.80 (2H, m), 1.95-2.09 (2H, 
m). 2.35 (3H. s), 2.88-3.00 (3H, m). 4.27 (2H. d, J = 13.2), 7.00 (IH. 

dd. J = 1.8. 9.4). 7.35 (IH, s). 7.52 (IH, d. J = 9.4), 7.70 (IH. d. J = 
1.8). 

83b) 3- (1- (3- ( (6- n D -2->^ -7 ^ ;V) ;V >^ ::i ;i/) /nV ^ ;l/) -4- V 
;i.)_6_^^;i/^ 5 iS^y'[1.2-a] \£V v^J^^J^ 

mmmS3a)xmzi-(6-^i^)Vy( ^ i5^V[l,2-a]tf V py-3-y[ v 
>:^?;v:j?:x^tert-yf-;v(0,47 g) ^3-(6-i5'nn-2-"^-7^;v);^;i/s^^;i'7'n tf 

:t>i?(o.45 g)«r^*,v>T. mmmsih) tmm<Dijm^xmm^t^m(o.36 g. 4 

5%) i%fZo 

NMR (200 Hz. CDCI3) a : 1.56-1.76 (2H. m). 2.11-2.18 (2H, m), 2.40 (3H. 
s), 2.73-2.82 (IH, m), 2.91-2.96 (2H. m), 3.00-3.09 (IH. m). 3.20-3.30 ( 
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IH, m), 3.56-3.62 (2H, m), 3.97 (IH, d. J = 14.4), 4.61 (IH, d, J = 14.4 
), 6.66 (IH, d, J = 7.2), 7.28 (IH, d, J = 2.7), 7.37 (IH, s). 7.57-7.60 

(IH, m), 7.81 (IH, d. J = 7.2). 7.89-7.96 (4H, m), 8.48 (IH, s). 
Ttm^^ C26H26N3O3SCI • HCl • H20i: LT 
m^iM. (%) C. 56.73; H, 5.31; N, 7.63. 

(%) C, 56.54; H, 5.44, N. 7.54. 

[0 13 9] 
^i&^J84 

3_|1_[3_(6-^ nn-2-*f"7^;i/)x;i/Ji^-;i/7'n/NV^;i']-4-if^'; P—M-S- 
^ 5 ^V[l,2-a] bf V i^>mmM 

84a) 4-(5->{ ^ ^Vll,2-a] tfU i^>iJ)V^>Mte 

4-(l-rn^-2-:t^VJ^^;i')-l-li'^V>^>:^/;V:^^*>mtert-y^;V (1.0 g) 
1 6-^ ^)V-2-T ^y\£V > (0. 28 g) ^ . ^M^J81a) t mm<D-:fjm:^ TMIB 
'ffc^t?(0.65g, 79%)^n^fz. 

NMR (200 MHz, CDCI3) d 11.45 (9H, m), 1.66-1.78 (2H, m), 1.88-2.05 (2H, 
m), 2.84 (3H. s), 2.78-2.91 (2H, m), 3.41 (IH, m), 4.27 (2H, d, J = 13. 
2), 6.50 (IH, d. J= 7.0), 7.02 (IH, dd, J = 7.0, 9.2), 7.45 (IH, s), 7.4 
7 (IH, d, J = 9.2). 

84b) 3-(l-(3-((6-r^^^^-2-•:^:7f^;^);^;^.i^-;^)y^y^V^;l/)-4-e^V i^^ 

;v)-5-^ ^ 2-a] \£ V z^ymmM 

84a) -e#7t4- (5-^^)1^^ 2-a] tf ^ v V-3-^ ;V) -1- V >^ )V 

'^'>^tert->^^;v(0.47 g) i:3-(6-i5^ n n-2--^7^;v);^;v4^-;V7°n ^j^- >^ 
(0.45g)^^>*>v>T> HMWlb) t|WI^<^:^^lC-cmffi<b'^t>(0.33g, 41%) ^# 

NMR (300 MHz, CDCI3) <5 11.53-1.77 (2H, m), 2.05-2.17 (2H, m), 2.65 (IH, 
m), 2.82 (3H, s), 2.90-2.95 (2H, m), 3.20 (IH, m), 3.44-3.62 (3H, m), 3. 
97 (IH, d, J = 13.5), 4.66 (IH, d, J = 13.5). 6.51 (IH, d, J = 6.9), 7.0 
3 (IH, dd. J = 6.9. 9.0), 7.40 (IH, s), 7.47 (IH, d, J = 9.0), 7.57 (IH. 
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dd, J = 2.1, 9.0), 7.88-7.95 (4H, m), 8.48 (IH, s). 
Ttm^^ C26H26N3O3SCI • HCl • H2O b LX 
(%) C, 56.73; H, 5.31; N, 7.63. 
(%) C, 56.59; H, 5.31. N. 7.30. 
[0 14 0] 

3_ ji_ [3_ (6- n n -2-i- 7 :^ ;v ^ ;i/ /av ;v]-4- V -J^)V\y( 5, 
^J^V[l,2-a]e^i^> 

85a) 4-^ 5 2-a] ^7 v ^-S-'f ;V-l-lf^U v > * ;Vs^'>iltert-r^;v 

4_(l_-/n^_2-:^:af Vj:.^;v)-l_e^'; -:^>':*;VjK>'^tert-y-^;v (1.0 g) 
i: 2- T 5 y t: ^ V V (0. 28 g)7!)^h. ^ WJ81a) t mm.O:}jm K TSfB jb-^t? (0. 4 
4 g, 56%) =l:#7to 

NMR (200 MHz, CDCI3) ^ 11.49 (9H. s), 1.64-1.85 (4H, m), 2.78-3.23 (3H, 
m), 4.30 (d, J = 13.2), 7.61 (IH, d, J = 2.2), 7.87-7.94 (2H, m), 9.09 ( 
IH, d, J = 1.0) 

85b) 3-|l-[3-(6-^^^^-2-":^7f-;^);^;^^^— ;vyn/NV^;i/]-4-if^'; 
K5^V[l,2-a]e^>^> 

||»085a)-e#/c:4-^ 5 ^V[l,2-a] v>-3-^;V-l-lf^U >^>:*;V^'> 
mert-7'^;U(0.38g)lwjimm(2 mL)=^Jnx.7t<5^^, :r. ^ j ~- )i.x-^^, 
m Lfz. T b ^ h ;v (10 mL) lizmm. b V r ^ > (0. 63 mD . DB 

U(0.45 mL)^Jnx.^l^$-^?to ^<om^^, 3-(e-!^ uu-2-i-yf-)V) 
)Vyu\£^>m(0A5 g). WSC(0.43 g). HOBt (0.35 g) <7)T-fe b - h ;^^t^ri 
m (10 mL) icjn^l 2BtP^^t^L/v:<. n n 

^f-;v-^^y-;v) Kx^mmL. mm^t^m'km'&m^BMmMo.25 g, 36%) 

NMR (200 MHz, CDCI3) S I 1.63-1.82 (2H, m), 2.05-2.21 (2H, m), 2.78 (IH. 
m), 2.95 (2H. t, J = 7.0). 3.09-3.35 (2H, m). 3.59 (2H, t. J = 7.0). 4. 
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03 (IH, d, J = 14.0), 4.68 (IH, d, J = 14.0). 7.58-7.63 (2H, m), 7.91-7. 
96 (6H, m), 8.49 (IH, s), 9.10 (IH. s). 
7tm^^ C24H23N4O3SCI • O.5H2O • O.SAcOEti: LT 
mSm^ (%) C. 58.26; H, 5.26; N. 10.45. 
mm (%) C. 58.13; H, 5.29, N. 10.75. 

[0 14 1] 
IIMM86 

3- j 1- [3- (6- n n -2- "7 ^ ) ;^ ;i/ .-^ ^ ;!/ y n y \v 'f ;v] -4- n° 1; V — ;v K 5 
i5^V[l,2-a]lf'; 5 

86a) 4-1' ^ ^V[l, 2-a] t? V < -J>-3-^ ;V^*>®Stert-:/^ 
4-(l-7'n^-2-:t^VJL^;V)_l_tf/v<i;i;>;^;l/.if>^tert-:/^;l/ (1.0 g) 

t2-r^y trv ^ i^v(o.25 g):^^^. mmmsiz) tmm.<DifmKxmmt^m(o 

.43 g. 55%)Sr#fCo 

NMR (200 MHz, CDCI3) ^ : 1.49 (9H, s). 1.65-2.07 (4H, m), 2.87-3.02 (3H, 

m), 4.27 (2H, d, J = 14.0), 6.90 (IH, dd, J = 4.0, 7.0), 7.61 (IH, s), 8 

.30 (IH, dd, J = 2.0, 7.0), 8.55 (IH, dd, J = 2.0, 4.0) 

86b) 3- ll- [3- (6- ^ n n -2-<:^ 7 ^ ;i/) ;^ ;v ^ - ;v y n /nv >r ;u] -4- 1?^ v - ;v 

K^iry'[i,2-a]tri;^v> 

86a)-e#/i4--f 5 ^V[l,2-a] }£V ^ P>-3-^ )l^-l-\£^V )\^^>mter 
t- (0. 35 g)t3-(6-^uu-'f-y^i^ )\/^=.J\/^'fu\£.9r >^ (0. 38 
g)'Sr^-^v^T. ^»J85b)i:|WI;jt(^:^^icrMffi^b'^i^(0.12 g, 20%) =^#/;o 
NMR (200 MHz, CDC 1 3) 5 I 1.62-1. 88 (2H, m). 2.00-2.18 (2H, m), 2.71-2.84 ( 
IH, m), 2.94 (2H, t, J = 7.0), 3.06-3.20 (IH. m), 3.21-3.33 (IH, m), 3.5 
9 (2H, t, J = 7.0), 4.03 (IH, d, J = 13.4), 4.65 (IH, d. J = 13.4), 6.91 
(IH, dd, J = 4.2, 7.0). 7.57-7.62 (2H, m), 7.89-7.97 (4H. m), 8.33 (IH, 
dd, J = 1.8, 7.0), 8.49 (IH, s), 8.55 (IH. dd. J = 1.8, 4.2) 
im^^m C24H23N403SCM.5H20t LT 
a^ii (%) C, 56.52; H, 5.14; N, 10.99. 
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HSim (%) C, 56.77; H. 4.82; N. 10.99. 
[0 14 2] 

=-M -5, 6. 7, 8-7" h 7 b Kn 5 ^ v'[l, 2-a] tf V v >^m^ 
87a) 3-(7-^nD-2H-i^n^ ;y-3-^;v);;^;V5^c:i;V7'nyN'>^ 

R^tK*-^ > a (3. 2 g) , mmki- h U A (2. 6 g) O7X?#?^(l00 mL) \,zm. 
its- (7- ^ n n -2H- iJ' n p{ >-3-^ ;^ )V .i> ^ (5. 0 g) JP £ . 70*0 \.zX90^mW 
L. ^v^T7lcm<t"^hV'i7A(1.9 g). zru^a^s^m9.3 g)^m^. llOTCtC 

Mi±^i^LMfB'fb^tf^m@#(4.1 g. 71%)i:L-C#/zo 

NMR (300 MHz, DMSO-de) ^ -2.63 (2H. t. J = 7.2), 3.50 (2H, t, J = 7.2), 

5.62 (2H, s), 7.04-7.11 (2H, m), 7.46-7.49 (2H, m). 

87b) 3-ll-[3-(7-i^nn-2H-^np? >-3--f ;u);^;V!^^;v/n>'NV-f ;i/]-4-tf^ 

i; i;c:.)V\ -5. 6, 7, 8-x h ^ t Kn ^ ^ ^V^[l, 2-a] tf v 

3_(4_tf ^ i; S^c^;l/)-5, 6, 7, 8-x h ^ H Kn ^ ^ iJ^Vll, 2-a] If U i^V 2 
(0.92 g). h ';«3if-;VT5 >(1.3 mL)^ DBU(0,99 mDOT-t h - > i; ;V^?g[(10 
mL)^. |life'^J87a)t:1#/c3-(7-i5'nn-2H-^n^ >-3--r;^)^;l':^^^;^)■/^>'^• 
>m(0.91 g)> WSC(0.86 g), H0Bt(0.64 g)OT-fe h - h U ;^^t^^i < ?S (20 mL) 

mum.-^i' >^ MfB<b'^tf(i.36 g, 2>&%)^mzo 

NMR (200 MHz. CDCI3) a : 1.39-1.72 (2H, m), 1.84-2.03 (6H, m), 2.62-2.68 
(2H, m), 2.83-2.89 ( 4H, m), 3.10-3.24 (IH, m). 3.44-3.52 (2H. m), 3.81 
(2H, t, J = 6.0), 3.92 (IH, d, J = 13.8). 4.60 (IH, d, J = 13.8), 5.04 ( 
2H. s), 6.64 (IH, s), 6.92-6.98 (2H. m), 7.10 (IH, d, J = 8.4), 7.32 (IH 
. s) 

[0 14 3] 
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3_jl_[3_(7_';fn«:e-2H-i5'n^ >'-3--f;i/);^;i/s^-;i/7'n/\V-^;V']-4-tf^V -J 
-5, 6. 7, 8-x h ^ Fn ^ 5 ^ V'[l, 2-a] tf i; v > 
3_(4_e^ i; i;^;v)-5, 6. 7, S-'r h 7 1: Kn ^ 2-a] H V v > 2 ^M:^ 

(0. 46 g) t mMmsia) T'#fc3-(7-:7'n ^-2H-^' n ^ v-3--f ;v) ;^ ;v^^;i/yn 
/^•>m(o. 52 g) ^ ^> v^r. *iiiwj87b) i^^o:i^&iiTMie'ft;-^tJ^M'fe@# 

(0.51 g, 58%) 2: LT#^Co 

NMR (300 MHz, CDCI3) «J I 1.35-1.63 (2H, m), 1.85-2.02 (6H, m), 2-62-2.71 
(2H, m), 2.84-2.89 (4H, m), 3.10-3.22 (IH, m), 3.45-3.51 (2H, m), 3.81 ( 
2H, t, J = 5.7), 3.92 (IH, t, J = 14.1), 4.60 (IH. d, J = 14.1), 5.03 (2 
H. s), 6.64 (IH, s), 7.02-7.14 (3H. m), 7.32 (IH, s) 
[0 14 4] 

3_ (i_ (3_ ( ( (E) -2- (4- ^ n n -7 if — ;V) ;^ ;V j:: ;l/) T'n >^nV ^ ;v) -4- tf ^ 

1; v-;i/)-5, 6, 7, 8-7" h ^ t Kn ^ ^ ^Vll, 2-a] \i V v > 
89a) [(E)-2-(4-i5^ nn •7i-;v) e^;v];^;vs^^;i/"7°n/N°>'g? 
iS'fb[(E)-2-(4-^nn*7i-;v)tr-;v];^;w5^^;v(3.o g)^Mv^T. ^lt^J8 

7a) t mm<^^m^xmm'\\:^%(o. 86 g, 25%) ^nt^o 

NMR (200 MHz, DMSO-de) ^ 12.66 (2H, t. J = 7.4). 3.41 (2H, t, J = 7.4), 
7.48-7.57 (4H, m), 7.76-7.81 (2H, m). 

89b) 3- (1-13- [(E) -2- (4-^ n n 7 i-;v) ec:^;i/];^;v.i^^;i'7'n/NV M -4- 
e^i; i/r:;v)-5, 6. 7, 8-7^ h 9 H Kn 5 iJ^V [1, 2-a] 

3-(4-tf^'; >^'-;V)-5,6,7,8-x h 7 Fn-Y ^ ^'V[l,2-a] tf; 2:^^:^ 
(0.46 g)<7>hV J^^;VT 5 ^(0.65 mL). DBU(0.49 mL)OT-b h h V ;V?#?S(10 
mL)*> 3-[(E)-2-(4-i5'nn7i-;v)e^;v];^;v*-;v-/n>^\->^(0.41 g)> 
WSC(0.43 g), H0Bt(0.32 g)<50T-lr b ^ h V ;^^t^/i < ^(20 mL) KDU^. 12mm 
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NMR (300 MHz. CDCI3) ^ : 1.39-1. 68 (2H, m), 1.83-2. 01 (6H, m), 2.62-2.74 (2 
H, m), 3.83-3.92 (4H, m), 3.11-3.23 (IH, m). 3.50 (2H. t, J = 7.2), 3.80 
(2H, t, J = 5.7), 3.94 (IH, d, J = 14.1), 4.61 (IH, d, J = 14.1), 6.62 
(IH, s), 6.85 (IH, d, J = 15.3), 7.39-7.48 (4H. m), 7.54 (IH, d, J = 15. 
3). 

Ttm^^ C23H28N3O3SCM.5H20 1 Lx 

(%) C. 56.49; H. 6.39; N. 8.59. 
mm (%) C. 56.35; H. 6.12; N, 8.37. 
10 1 4 5] 

3_(i_j3_(E)-[2-(4-'7*n^7i-;i') If ^;^]x;^^^^;^7'^/^v ;v|-4-tf^V 

y - ;i/)-5, 6, 7. 8-x b 7 Kn ^ 5 ^V[l, 2-a] tf V v > 

90a) 3- [ (E) -2- (4--/n ^ 7 j:^ }£=.)l^'\ X ;Vs3^ — }V'fxn/-^ >^ 

:^'fb[(E)-2-(4-yn^-7i-;i/) tf-;v]>^;V5^";v(l.O g)^m^^x^ Ili&W 
7a)t|W|^<^:^^tc-CMfB'ffc'^%(0.31 g, 27%)^#7feo 

NMR (200 MHz, DMSO-de) S I 2.65 (2H, t, J = 7.4), 3.39 (2H, t, J = 7.4), 
7.48-7.57 (4H, m), 7.76-7.85 (2H. m). 

90b) 3-(l-|3-[(E)-2-(4-rn^-7ai— ;]/) e ^;i/];^;v5}^-;v7''nyw ^ -4- 
tf^V -J=.)V)-5, 6, 7, 8-7^ h 7 Kn ^ i5^V*[l, 2-a] e V v > 

3_(4_tr^ 1; i;:=.)V)-5. 6, 7, 8-x h 7 1 Kn ^ 5 [1, 2-a] tf V >^ > 2 m^:^ 
(0.30 g)^^»J90a) t:1#7!;3-[(E)-2-(4-yn^'7i^;V)tr^;v]>^;V3^^-;V 
•7*n^>?>m=^(0.31 g)fflv^T. ^i&W9b)i:|W|;|tC9;^^tc-CMfB'fb'a-^^#^c(0 
. 17 g, 34%) 

NMR (300 MHz, CDC 1 3) 5 : 1.38-1.67 (2H, m), 1.88-2.00 (6H, m), 2.62-2.74 
(2H. m), 2.83-2.89 (4H. m). 3.11-3.23 (IH, m), 3.50 (2H, t, J = 6.6), 3. 
80 (2H, t, J = 6.0), 3.93 (1, d, J = 12.6), 4.60 (IH, d, J = 12.6), 6.63 
(IH, s), 6.87 (IH, d, J = 15.3), 7.37-7.59 (5H, m). 
[0 14 6] 
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N-(6- 13-:^ ^ V-3-[4-(5, 6. 7, 8-t- b ^ t K n ^ ^^[1. 2-a] \£ U i^>-3-^ ;V) 

V— ;v]-/nt:;vl>?.;l/.i^^;l/-2-f-"7^;l/)T-lr hT^ F 
91a) tiVv^'^A e-T-lr^^l^T^ y -f^^ V>-2-y?.;V4^>^ 

>^(11. 2 g) ^ i^m(23. 6 mL) . M V > (12. 1 

m^^ML. MlB<b'a-tr^life@#(16.4 g, 96%)tLxmzo 

NMR (200 MHz, DMSO-de) ^ : 2. 11 (3H, s). 7.57 (IH, dd. J =2,2, 8.8). 7.6 

5 (IH, dd, J = 1.5, 8.8), 7.74 (IH. d, J = 8.8), 7.65 (IH, dd, J = 1.5. 

8.8), 7.74 (IH, d,J = 8.8), 7.90 (IH, d, J= 8.8), 8.02-8.09 (3H, m), 8.2 

7 (IH. d. J = 1.5), 8.54-8.63 (IH, m), 8.91-8.95 (2H, m). 

91b) MAYJo-r < J iry ^ Vy-2-7.)Vyi^cu)V 

lli&M9ia) "e#fc 6-rt^)\^r^yi-y^u y-2-7. >m ( 

15.0 g)(7)DMF^^S(20 mL)ir, tK^^T. mt'T-^ =~)\^{Z.^ mL)^Jnx.fCo 

NMR (200 MHz, CDC 1 3) 5 :2.29 (3H, s), 7.50 (IH, dd, J = 2.2, 8.8), 7.95- 

7.99 (3H, m), 8.44 (IH, s), 8.51 (IH, s). 

91c) 3-(6-T'tf-;i/T^ lx>'-2-;^;i/jJ^-;v)-':^nii':^>i^ 

7a) t mm(o:fj^^m^^xmm^t^^{o. es g, 36%) ^ntzo 

NMR (200 MHz, DMSO-de) ^ 12.24 (3H, s), 2.59 (2H, t. J = 7.4), 3.66 (2H 
. t, J = 7.4), 8.00 (IH, dd. J = 1.8, 8.4), 8.08 (IH, dd, J = 1.8, 8.4), 
8.33 (IH, d, J = 8.8), 8.44 (IH, d. J = 8.8), 8.75 (2H, d. J = 9.0). 
91d) N-(6- l3-:t ^ y-3-[4-(5, 6, 7. 8-7^ b 7 H Kn ^ ^ rJ^Vll. 2-a] tf 'J >-3- 
^;i/)-l-kr^i; i;-;i']yne;i/|>^;l/^^;v-2-'^-7^;v)T't hr^ K 
llifeWic)-e#fv:3-(6-T-t^;vT ^ y-^y^^ vz^-2-:^)V:^=-)V)-^u tiV 
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>m(0. 68 g) h3-(4-e ^ - ;i/)_5, 6, 7, S-x > 7 1: Kn ^ 2-a] t? V 

2:^^:^(0.71 g) =£: ^> *>v^Ts mmm99h) tmm(oijmi^xmu^t^m(.o.3 

8 g, 35%) ^t#/io 

NMR (300 MHz. CDCI3) 5 : 1.14-1.43 (2H, m), 1.79-2. 00 (6H. m). 2.26 (3H, s 
), 2.54-2.65 (2H, m). 2.80-2.88 (4H, m), 3.07 (IH, t, J = 11.1), 3.47-3. 
57 (IH. m), 3.66-3.88 (4H, m). 4.47 (IH, d, J = 13.2). 6.51 (IH. s), 7.5 

9 (IH. dd. J = 2.4. 9.0), 7.80-7.93 (3H, m). 8.36 (IH, s), 8.44 (IH. s), 
8.55 (IH, br) 

Ttm^m C26H30N303SCl3.5H20 tLX 
mMiU (%) C. 56.73; H. 6.88; N, 9.80. 
*M (%) C, 56.75; H. 6.94, N. 9.80. 

ID 1 4 7] 
^ife^J92 

3_|l_[3_(6-^nn-2--^:7^;v)>^;vjJ^— ;V7'n/NV '<;v]-4-if^'; v^;v}-2- 
^ f-;V-5. 6. 7, 8-x h ^ K n ^ ^ ^ vll. 2-a] tf V v > 
92a) 2-^ ^;i'-3- tf V v >-4-^ ;V--f ^ ^^[1, 2-a] ^ V > 

h 'J (4-e V >^;v) (5. 0 g) > 3-7'n ^ 5 ^ V >^:^ (EP 
556080 (1993)) (2.6 g). Pd(Ph3P)2Cl2(0. 86 g)> mtV^^^(52 mg)0>;V 
J^>?#?^(20 mL)^T;V=f>#H^T> 100lClCT12NFPBm^l^ t^Co ^^'M^^^^ 
U ^?^=Srift^. ^^Sr^n-7hi?'7"7'f-irT«iaL. MIMb-^Jfer (0. 83 g, 3 
2X) ?r#/Co 

NMR (300 MHz, CDCI3) <y 12.54 (3H. s), 6.81 (IH. ddd. J = 2.4. 10.5. 12.3 
), 7.23 (IH, m), 7.42 (2H, dd, J = 2.7, 6.9), 7.61 (IH, ddd, J = 1.5, 1. 
5, 11.7), 8.22 (IH, ddd, J = 1.5, 1.5, 11.7). 8.77 (2H, dd, J = 2.7, 6.9 
). 

92b) 2-p<^;i'-3-tr^V 5^>'-4-^;l/-5,6,7,8-x h^li Ko--r ^ yy^[1.2-a]\£ 

Il*fe^?!l92a) 'e#7^^2-^ f-^l'-S- V >-4--( 5 ^^/H. 2-a] \^ V > (0. 8 
2 g)<^i^^^^(100 TiL)l,ZJ-^yZ^l7A-j^m(0.10 g)=S:ljnx.> 7K##ffl^T> 10 
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NMR (200 MHz, D2O) <J : 1.91-2.18 (8H. m), 2.33 (3H, s). 2.94 (2H, t. J = 
6.6), 3.09-3.23 (3H. m), 3.58 (2H. d. J = 12.8). 4.04 (2H, t, J = 5.8). 

92c) 3-|i-[3-(6-:5'nn-2--^-7'^;v);^;v*:^;v7'n>'NV^;v]-4-i:'-^V 

} -2-p« f-;V-5. 6, 7, 8--r h t Kn ^ ^ ^^[1, 2-a] if V 'J > 
mmm92h) X-nfz2-^ f-;i--3- V :/-4-^ ;W-5. 6, 7, 8--r > 9 H K o 5 
V [1, 2-a] tf 1; y 2 mmM (0.50 g)t3-(6-i^^^-i-y^l^> -2-:^ ;V jj^ ^ ;V 

)ynif;^>'m(0.51 g)«:fflv^T. ^ifeM89b) i: |WI^O:^^lCTMfMb'^t»(0.40 
g. 43%)S:#/io 

NMR (200 MHz, CDC 1 3) 5 : 1.70-2.00 (8H, m), 2.18 (3H, s), 2.54 (IH, m), 2 
.70-3.10 (6H. m). 3.57 (2H, t, J = 6.6), 3.77 (2H. t, J = 6.0), 3.96 (IH 
, d, J = 12.8), 4.57 (IH, d, J = 12.8), 7.60 (IH. dd, J = 1.8, 8.8), 7.9 
3-7.97 (4H, m), 8.49 (IH, s) 
Tn^^W C26H30N303SC1-HC1-H20 t\^X 
a^-fit (%) C, 56.31; H, 6.00; N, 7.58. 
mmm. (%) C, 56.35; H, 6.37, N, 7.21. 

[0 14 8] 
*M^fl93 

3_^l_[3_(6_^^^-2->^'7^;^);^;^J^:-;^7'^v'^V'Y;^]-4-v^^U i^— ;v}-6,7 

, 8, 9-x h 9 11 Kn-5H-'< 5 vll, 2-a] T-fe* ^ > 

93a) 3-7'n^-6,7,8.9-x h ^ Fo-5H--f 5 i5^V[l, 2-a] T-b' li'V 

6,7,8,9-x h7li Kn-5H-'f ^ ^Vll.2-a]T-lft:°>'(Hua. D. H. et. al., Jo 
umal of Organic Chemistry, 1994, 59, 5084) (1.0 g)<7>M>ffc^^^?S(20 m 

h)\z^u^7.^i/y^\ K(i,3 g)^jnx.iNF^m#L7^:o ujBmzmmmmii^ 
^ijnx., ^uu^.)VAx^^, w^-f-Y'j^j^x^m, wmi^xnhKfzmm:^ 

irw^Yif^y ^^\zxmm\^, mX&\t^m{X.29 g, 81%)^^^^@'^^LT 
NMR (300MHz, CDCI3) ^ : 1.66-1.90 (6H, m). 2.89-2.93 (2H,m), 3.98 (2H. t. 
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J = 4.8), 6.80 (IH, s) 

93b) 3- \£ V ;V-6, 7. 8, 9-t- h ^ 1^ K n -5H-Y 5 ^^/{l, 2-a] T -b' f > 

||»J93a)-e#^tt/i3-rn^-6,7,8,9-x h t KD-5H--f ^ ^V'[l,2-a]T 
■fe* t: > (1 . 29 g) ^ ffl V> T . ^Ml^82a) t IWI^O:^^ TSffi-fb-^tf (0. 90 g. 71% 
)^#:^^o 

NMR (200 MHz, 0)01 3) 5 : 1.76-1.93 (6H. m), 2.99 (2H, t, J = 4.8), 3.99 ( 

2H, t, J =4.8), 7.01 (IH. s). 7.21 (2H, m), 8.64 (2H, m). 

93c) 3-t:'^ V V >-4-^ ;l'-6, 7, 8, 9--r h 7 t: Kn-5H-^ 5 ^'VH, 2-a] T^f tf > 

|life|?!l93b)t?#<^tL/z3-tf'; i^>-4-^ ;V-6. 7. 8, 9--r h ^ Fn-SH-f ^ 

[1, 2-a] T-tfii°> (0.90 g)^fflv^T. mmm92h) tmm<Dijmi<zxmmi\:^'^ii. 

19 g, 96%) *#/io 

NMR (200 MHz. D2O) ^ I 176-1.95 (8H, m), 2.24 (2H, d, J = 10.2), 3.06-3.2 
6 (5H, m), 3.57 (2H, d, J = 13.2), 4.21 (2H, t, J =4.8). 7.11 (IH, s). 

93d) 3-li-[3-(6-^nn-2->^-7^;v);^;^j^— ;V7°n/NV^;H-4-t:°^V 
( -6, 7, 8, 9-x h ^ K n-5H-^ ^ Vll, 2-a] T -b' ^ > 

^ifeW3c)t?#fc3-t"^U S^>-4-^ ;V-6,7,8,9--r > "7 t Kn-5H--r ^ ry*[l 
, 2-a] T -t* t" > 2 mmtl (0. 50 mg) 3- (6- iJ' n n --^ "7 >-2->^ ^V^i^ ^ ;v) :7'n 
tf:^->m(0.56 g)^fflv^-C. ^MW9b)i:|WJ;|t<7):^'^tc-C®|B'fb^t?(0.47 g, 5 
2%) ^^^fzo 

^^MR (200 MHz, CDCls)^ : 1.39-2.00 (lOH, m), 2.61-2.69 (2H, m), 2.88-2.96 
(4H, m), 3.11-3.23 (IH, m), 3.51-3.60 (2H, m), 3.81-3.84 (2H, m), 3.92 
(IH, d. J = 14.4), 4.56 (IH, d, J = 14.4). 6.52 (IH, s), 7.59 (IH, m), 7 
.90-7.97 (4H, m). 8.48 (IH, s). 
7tm^^ C26H30N303SC1'HC1-0.25H20 t LX 

(%) C. 53.70; H. 6.24; N. 7.23. 

(%) C, 53.96; H, 6.44, N. 7.11. 

[0 14 9] 
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3_ li-[3-(6-if ^;^-2-":^*7•^;^)y^.;v:^^^;^y^/^v ;v]-4-tr^ V -5, 6 

, 7, 8-T- h 7 Kn ^ 5 i5^V[l, 2-a] fcfij -Jy 

94a) 3-(6-rn^-2-^7-f-;^);^;VJi^^;V7°n7N°>'Mtert-y^;V 

•r h ^ t: Fn "iz^^^^ h U A (7. 57 g) <3DTHFm?g:(2O0 mL) K^^te-^^ ^ 

■^■7^;w-2-;^;V's^~;i^(30.6 g)<^THF^?g(200 nD^mUi^rmTLfzo KB^ 

o n^m^l^M^'f-}^(200 tsDliZmm^'^. h V J:-^;V'T^ >(2p.8 mL). 

V^J^X^-Bs mmi.. SlMI::^t/^fi^sm'feEI#(28.3 g, 71%) LT#/^o 
NMR (200 MHz, CDCI3) ^ 11.36 (9H, s), 2.69 (2H. t, J = 8.0), 3.46 (2H. t 
, J = 8.0), 7.72 (IH, dd, J = 1.8, 8.8), 7.86-7.92 (3H, m), 8.12 (IH, br 
), 8.46 (IH, s). 

94b) 3- (6- e — ;V-2-:^ ^Vfuz-^^Mtert-y^ ;V 

||»J94a) -e#7t3-(6-:/n y^)V) 7. iVit^cz-^y-fu?"^ :x^tert-7^^^;W 

(2.0 g)> h'J- (n-7'f-;v) (2.4 g). :^'fbUf-'i^A(1.5 g)> 

nne;^ :r.:=.)V^7.y y) a (0. 18 g)o > ;VJ^>'^vi^(40 niL 

)'^. T;v=r>#H^T. 90*CllT3B#f«#L7^Co :^v#tJ^^*t. ^?i^^I^m 

@#:(0.96 g, 55%) LTtf^Co 

NMR (300 MHz. CDC 1 3) 5 : 1.36 (9H, s). 2.69 (2H, t, J = 7.2), 3.47 (2H, t 
. J = 7.2), 5.46 (IH. d, J = 10.8), 5.97 (IH. d, J = 17.7), 6.90 (IH, dd 
, J = 10.8, 17.7), 7.76-7.87 (3H, m), 7.93-7.99 (2H, m), 8.43 (IH, d, J 
= 1.5). 

94c) 3- (6- \f:=.}}/-2-± y^)V)7.}\y!^=- ;V "/n >^ 
llii^J94b) t?#7t3- (6- e - ;V-2-"^ 7 ^ ;v) ;v ^ ^ ;i/ y n /N- >mtert-r ^ ;v 
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(0.96 g)<^ b;u^>'^fl^(lO mDtc h i; 7;v:*-ni^m(l0 loO^M^M^X-umm 

NM (200 MHz, DMSO-de)^ 12.59 (2H. t, J = 7.4), 3.66 (2H, t, J = 7.4), 
5.46 (IH. d, J = 10.8). 5.97 (IH, d, J = 17.7), 6.90 (IH, dd, J = 10.8. 
17.7), 8.00 (IH. dd. J = 1.8, 8.4). 8.08 (IH, dd, J = 1.8. 8.4), 8.33 (1 
H, d. J = 8.8). 8.44 (IH, d, J = 8.8), 8.75 (2H. d. J = 9.0). 

94d) 3-|i-[3-(6-tf-;i/-2-"^yf-;v);^;i-'i^^;i/yn/NV'i' ;i']-4-tr^V v^^— ;v 
( -5. 6. 7, 8-7" h 7 t K n ^ ^ ^ vll. 2-a] t:° V i^Z^mm.^ 

^ifeW4c)t?#fc3-(6-tr::^;i/-2-'^-7"^;v);^;v>^^;i/7'n/N'>^(0.33 g) ts 
- (4- If ^ V z^^)l') -5, 6. 7. 8-x h 9 H K n >f 5 ^ V[l. 2-a] e V >^ > 2 ^i^j^ (0. 
38 g)^'i)*>v^T. ^MW7b) t|5l>^o:;^-SlCTMfa^[:^!^^fi'felil#:(0,36 g,5 
7%) t LXWfZo 

NMR (200 MHz, CDCI3) ^ 1 1.36-1.75 (2H, m), 1.87-2.04 (6H. m), 2.57-2.70 
(2H, m). 2.82-2.93 (4H. m), 3.11 (IH, m), 3.53-3.61 (2H, m). 3.80 (2H, t 
. J = 5.8). 3.91 (IH, d, J = 13.6). 4.57 (IH, d, J = 13.6). 5.47 (IH. d. 
J = 11.0). 5.96 (IH, d, J = 17.6). 6.65 (IH. s). 6.90 (IH. dd. J = 11.0 
. 17.6). 7.75-8.01 (5H. m), 8.45(1H, s). 
7C^^# C27H32N3O3SCM.8H2O tVX 
m^m. (%) C, 59.34; H, 6.57; N, 7.69. 

(%) C, 59.55; H. 6.96, N. 7.79. 

[0 15 0] 

mmm95 

3-U-[3-(6-^f— ;i'-2--^--7'^;W;5^;i/5j:^;i/7'n/\v^;v]-4-if^'; ^ 

iS^V*[l,2-a]eUi^> 

|lifeW4c)'e#fc:3-(6-tf^;V-2-":^7-f-;V);^;V5^:::;i/7'n/t>®^(0.33 g) tS 
-(4-e--?';>?^;V)^5t5^V'[l,2-a]tfi;v^>2:^m^(0.37 g)*^*>V^T. mm 

ms9h) t mm<Difm^xmtm^m(o. 15 g. 26%) ^:ntzo 

NMR (300 MHz, CDCI3) <5 11.54-1.80 (2H. m), 2.07-2.20 (2H, m), 2.77 (IH, 
m). 2.93 (2H, t. J = 7.5), 3.08 (IH. m). 3.26 (IH, m). 3.57-3.62 (2H, m) 
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, 3.99 (IH, d, J = 13.5), 4.62 (IH, d. J = 13.5), 5.47 (IH, d. J = 11.1) 
, 5.97 (IH, d, J = 17.7), 6.82-6.96 (2H, m), 7.38 (IH. s), 7.61-7.65 (IH 
, d, J = 10.8), 7.77-8.01 (6H, m), 8.46 (IH, s). 
7tm^^ C27H32N303SC1-2H20 tLX 

(%) C, 59.39; H, 5.91; N, 7.69. 

(%) C, 59.45; H, 5.94, N, 7.56. 

lO 1 5 1] 

6-|3-:f ^ V-3-[4-(5.6,7,8-T' h ^ t: Kn^ ^ ry[l,2-a'] tf U 

96a) 3-(6-vTy--^7i5' V>'-2-x;^.-^^;u)-7'n/N°>^tert-r^;W 

IIMM94a) X%fzZ- (6-r n ^-2->^ y^)V)7.)V^=-)V':fu^-<i >Mtert-7'^;V 
(3.9 g)^ ->T>1EI&(0.69 g). -rhy^X ( h V "7 i^;^:^^;^ 7 >) 
^ A (0. 56 g) mwmW. (40 mL) «r r ;V >#H^T. 80'C T5NFP^M*ii L 

60%) t LXntZo 

NMR (200 MHz, CDCI3) ^ I 1.36 (9H, s), 2.71 (2H, t, J = 7.6), 3.50 (2H, t 
, J = 7.6), 7.79 (IH, dd, J = 1.6, 8.4), 7.99-8.15 (3H, m). 8.35 (IH, s) 
, 8.55 (IH, s). 

96b) 3- (6- T y -2- ^ 7 ^ ) ;^ ;v - ;i/ n / > w. 
^MfiJ96a) X%fzZ- (6- V T ^ -2-i- 7 f-;V) X )V .-^ - )V T'n /n- ^^g^tert-^^^v 

(0.85 g)=srMv>T. mmm^c) tmi^<o-^m^m^^xm.^it^m(si.io g, 98%) 

NMR (200 MHz, DMSO-de) «5 : 2.59 (2H, t, J = 7.4). 3.66 (2H, t, J = 7.4), 
8.00 (IH, dd, J = 1.8, 8.4). 8.08 (IH, dd. J = 1.8. 8.4). 8.33 (IH, d, J 
= 8.8). 8.44 (IH, d. J = 8.8). 8.75 (2H, d, J = 9.0). 
96c) 6-|3-^^y-3-[4-(5.6.7,8-x h 7 t Kn^ 5 ^y'[l,2-a]ev 
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V vr:;v) >f 5 ry^il, 2-a] ^ ^ > 2 (0. 34 g) ^ ^> V^T^ 

ms%) tmm<oiim^rmm^t^'^ioA2 g, 68%)^#/v:o 

NMR (300 MHz, CDCI3) ^ I 1.35-1.75 (2H, m), 1.80-2.00 (6H, m), 2.55-2.63 
(2H. m), 2.83-2.91 (4H, m), 3.10 (IH. m), 3.56 (IH, m), 3.70 (IH, m), 3. 
78 (2H, t, J = 5.7), 3.86 (IH, d, J = 12.9), 4.47 (IH, d, J = 12.9). 6.5 
0 (IH, s), 7.95-8.14 (4H, m), 8.43 (IH. s), 8.54 (IH. s). 
[0 15 2] 

6-|3-^^V-3-[4-(5,6.7.8-7- h 7t: Ko-T ^ i5^Vll.2-a] H'V v >'-3--r ;v)-l- 

97a) 3-(6-5!;;v/t^^;v--^'7^ i/>'-2-:^;V/i^:::^;v)-'/n/N'>'^tert-7'^;v 

^^fe^a96a) -e#7t3-(6- V T ^ -2--^ "7 ^;i') ;^ ^i^ ^ ;l/ T'n yW.tett-^^)V 
(1.1 g)<ODMS0vt?^(20 mL)lcjit^'fb7K^7K(4 inL)i:.^m*'; •^A(0.7 g)?riJPx. 

.88 g, 76%) t LT^fCo 

NMR (200 MHz, CDC 1 3) 5 I 1.36 (9H. s), 2.70 (2H, t. J = 7.0), 3.48 (2H, t 
, J = 7.0), 6.20 (IH, br), 6.55 (IH. br), 7.91 (IH, dd, J = 1.8. 8.8), 8 
.02-8.10 (3H, m), 8.42 (IH, s), 8.47 (IH, br). 

97b) 3-{jo-ij n^-i-y ^ i/>-2->^;v^i^^;i/)-7'n/N°>'^ 

IIMW7a) t?#/r3-(6-* ;^-2-:^■7^;^) ;W5^-;V7'n/N->^tert- 

•/^;V(0.85 g)«rfflv^T. |life^J94c)t|WI;^<D^i*^^V^T®fMb'^!^(0.73 g, 
5^:gfi<j)S:#7to 

NMR (200 MHz, DMSO-de) 8 ! 2.59 (2H, t. J = 7.0), 3.63 (2H. t, J = 7.0), 
7.64 (IH, br), 7.97 (IH, dd. J = 1.8, 8.4), 8.11 (IH, dd. J = 1.8, 8.4), 
8.26-8.32 (3H, m), 8.63 (2H, br). 

97c) 6- j3-;t ^ V-3-[4- (5, 6, 7, 8-7" h 7 1 K n 5 ^ V[l. 2-a] V V ^-3-^ 
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^MM97h) -etf/ia- (6-* ^ )i^-2-i- ^v/n /n- (o. 35 

g) b 3- (4- tf V ;v) -i- ^ ^'Vll, 2-a] tf V > 2 ^m:^ (0. 32 g) ^ ^) V^T 

. m.mmh) tnm<r>i5mKxmmt^misiA\ g. 73%)^#fc:o 

NMR (300 MHz. CDCI3) ^ : 1.38-1.67 (2H. m), 1.88-2.05 (6H. m), 2.61-2.71 ( 
2H. m), 2.84-2.97 (4H, m), 3.15 (IH, m), 3.57-3.62 (2H, m), 3.81 (2H, t. 

J = 5.7), 3.93 (IH, d. J = 14.1), 4.55 (IH, d, J = 14.1). 6.56 (IH, s). 

7.79 (IH, dd, J = 1.2, 8.4), 8.02-8.13 (3H, m), 8.34 (IH, s), 8.56 (IH, 

s). 

itm^^ C26H30N4O4S • H2O • 0. 1 ^ V T'n tf ;v - T- ;v ^ L r 
S^-fii (%) C, 61.11; H, 6.44; N. 10.72. 
rnM^ (%) C, 61.33; H, 6.28, N, 10.56. 
[0 15 3] 

3-(l-l3-[(6-J^f-;v-2-^7f^;v);^;v:^-;V']yo7NV ^;i<'l-4-e^V v^;U')-5 
, 6, 7. 8-x h 7 Kn ^ ^ 2-a] If V -J ^y^BM 

-e^V >^^;v}-5,6,7,8-T- h 9 Fn^ ^ :ryll,2-a] M^) v>mmm(0.2 g) 
i:/N'7i^-^A-^*(0.04 g)0^^'y-;W#?^(4 mL) '^tK^^H^T^ l^F^^^ 

L7to y^mm^^^x^xmm. sfB<b-^«^^#/i(o.2 g. 99%)o 

NMR (300 MHz. CDCI3) ^ I 1.35 (3H, t. J = 7.8), 1.42-1.63 (2H, m), 1.88-1 

.99 (6H, m), 2.60-2.69 (2H, m), 2.83-2.91 (6H, m), 3.12 (IH, m), 3.53-3. 
59 (2H, m), 3.80 (2H, t, J = 6.0). 3.91 (IH, d, J = 13.2), 4.56 (lH,d, J 

= 13.2), 6.65 (IH, s), 7.51 (IH. dd, J = 1.8, 8.7), 7.73 (IH, s), 7.83- 
7.97 (3H, m), 8.45 (IH, s). 
im^m C27H33N303SHC1-1.25H20 h LT 
a^-H (%) C, 60.21; H. 6.83; N, 7.80. 
%mm. (%) C, 60.29; H, 6.77, N, 7.53. 
[0 15 4] 
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^ifeM99 

7- T -fe ^ ;v-3- 1 1- [3- (6- ^ n n -2- :7 ^ ;i/ ) ;^ ;v sf: — ;i/ n / nv ^ ;v] -4- If ^ »; 

v>"r:;vt-5,6.7,8--r h ^ Kn^ < ^■'vll,2-a] tf ^ v > 

99a) 4-(7-T^r^;l/-5, 6, 7, S-t" h ^ t Kn ^ 5 iS^vll. 2-a] ^7 v >-3-f ;W-1 
-e^ U > :^ ;V:4^*>mtert-r^;l/ 

^Jfe^?!l85a) Ti# f> tty^c:4-^ ^ ^J^vH. 2-a] ^ 7 VZ^-Z-^ )\y 
jK>mtert--7*^;V(l.O g)^te7XI^m(l.O mL). v^'-^? A-^^(0. 2 g)<7)i^m 

g,41%)tL-t#fCo 

NMR (300 MHz. CDC 1 3) (J ! 1.48 (9H. s), 1.51-1.89 (4H. m). 2.19 (3H, s), 2 
.59 (IH, m), 2.76-2.85 (2H, m), 3.87 (2H, t, J = 5.4). 4.04 (2H, t, J = 
5.4). 4.18-4.22 (2H. m), 4.74 (2H. s). 6.76 (IH. s). 
99b) 7-T-b^;v-3-]l-[3-(6-^ n n-2-^7^;V')>^;v^^;i/7'nyNV -f ;V]-4- 
V ^ )U\ -5, 6, 7, 8--r h ^ t: K n ^ 5 V[l, 2-a] e ^ v > 
IIMW9a)T'#fc4-(7-T-fe^;V-5.6,7,8-x b 7 t Fn^ = iJ^Vll,2-a] 
v^>-3-^;V)-l-tf^';>^>*;V53^*>mtert-'/f-;V(0.45 g)<DV)VJL>^r^i5 m 

L)tc>i;7;P:^ni^m(5 inL)^jpx.> ^zat;T2NFF^Jt$|2L/co 

^ mn^Tth-YV )l^KmML. DBU(0.41 g), h V a^-^;V'T ^ > (0. 56 mL) 
^in^fzo CL(DmU^> 3-(6-^nn-2--^-7^;v)y?.;VJh-;v-/oe;*->M(0.45 
g), WSC(0.43 g), HOBt (0.35 g)<^T-feb-h V;^^t^^?l^ (10 mL) ic:|jnx.l2 

9 g, 54%) i: LT#fCo 

NMR (300 MHz, CDCI3) ^ 11.45-1.65 (2H, m), 1.88-2.00 (2H. m). 2.19 (3H, 
s), 2.61-2.78 (3H, m), 2.91 (2H, t. J = 8.4). 3.15 (IH, t, J = 14.4), 3. 
56 (2H, t, J = 8.4). 3.84-4.10 (4H. m), 4.58 (IH. d. J = 13.5). 4.75 (2H 
. s). 6.74 (IH. s), 7.59 (IH. dd, J = 1.2. 8.7). 7.90-7.96 (4H, m). 8.48 
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(IH, s). 

10 15 5] 

^»J100 

(6-|3-:j-^y-3-[4-(5,6,7.8-x b ^ t Kn^ 5 i5^vll,2-a] t: V P>-3-4 ;V)-1 
-li'^V v^--'^]7'^tr;^^;^;^^cl;^-2-•:^•7^;^)^^;^T^ V Zl:^^*^ 
100a) 3-((6-'i^;v^ ;v-2-^"7^;v);^;v4^^;w)ynyN'>^tert-r^;w 

|IM^J94b) -e#f^3- (6- ;V-2--^ "7 -f- ;V) ;^ ^l^Ji^ :z.)V'fu >m.tert-y^)l^ 
(5.5 g). MB^ymMi- V V ^y^ilS.S g)(7)T-t h::^ b i;;l/-T-b h >'-7K'^?S(l: 
1:1, 300 mL)ir^'fb5^-^5 '^7A (10% enmicrocapsulated, 1.1 g) ^ilPx.^ ^S. 

tr^^ll'fe@#^(2.56 g. 46%) i: bTt#/io 

NMR (300 MHz CDCI3) <J :0.36 (9H, s), 2.72 (2H, t, J = 8.0), 3.50 (2H, t, 
J = 8.0), 8.00 (IH, dd, J = 1.2, 8.8), 8.12-8.23 (3H, m), 8.45 (IH, s), 
8.55 (IH, s), 10.24 (IH, s). 

100b) 3-(6-ii K^^->^^;^-2-:^7^;^)>^;^4^^;^■/^/^•>'^tert-7''f■;^ 
HMMiOOa) Tl#/i3- ( (6-^;v 5 ;v-2-"^ 7 ^;i/) ;^ ;us^-;v) 7'^>'^•>^tert- 
■7'^;v(2.o g)oj^^y-;^-MtwT- v^^^mM-t h V ^^^(0.46 g)^ 

NMR (200 MHz, CDCI3) ^ : 1.36 (9H, s), 2.12 (IH. t, J = 5.8), 2.67 (2H, t 
, J =7.8), 3.45 (2H, t, J = 7.8). 4.92 (2H, d, J = 5.8), 7.61 (IH, dd, J 
= 1.8. 8.8), 7.83 (IH, dd, J = 1.8. 8.8). 7.91-7.98 (3H, m). 8.42 (IH, 

s). 

100c) 3-(6-Ti^ K-2-^-7^;V)y^;V'i^-^;^yn/N'>'^tert->^^;l/ 

^i&fwj 100b) -e^l fz3- (6- K n ^ V j?{ f - )V-2-i- 7 ;v) ;^ ;v - ;v n / n° > m 
tert-y-^ ;v (0. 46 g) t tf V 'J > (0. 30 mL) O v n n ^ ^ >mWi (10 mL) K . 7K 
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myK<Dm'cm^. mymmi- v ^j^-^^^m. wmLtzo m^^irr^t > xio 
vf7M.(Dmx-^m. mmLfzo n^m^mFHo mDizmm^^^. r-j^trvv^ 
^m. mmu ®ffi^b^ti=&i^'feitBBH?^@#(o.32 g. 73%)tLT#7to 

NMR (200 MHz, CDC 1 3) 5 :0.35 (9H, s), 2.69 (2H, t, J = 7.8), 3.47 (2H, t 
. J = 7.8), 4.59 (2H, s). 7.61 (IH, d, J = 1.4), 7.90 (2H. dd, J = 1.4. 
8.8), 8.01-8.06 (2H, m), 8.49 (IH, br). 
lOOd) 3-(6-T V V-2-i-y^)V)7.)\^:^=.)V:fu/'^ym. 

^MMlOOc) -e#7t3- (6-T >^ V-2-i- "7 ^;V) ;V4^^;V7'n /^• V^tert-^^ 

;Ko.24 g)^^m{5 mDizmm^^. m^\<zx 2m^mw\^-/'zo KJBw.^mmL 

. MfB'fk'^%=S:e'fe®#(0.22 g, m)tLxmzo 

NMR (200 MHz, DMSO-de) «5 I 2.57 (2H, t, J = 7.8), 3.61 (2H, t. J = 7.8), 
4.73 (2H, s), 7.69 (IH, dd. J = 1.8, 8.4), 7.92 (IH, dd. J = 1.8, 8.8), 
8.09 (IH, s). 8.19-8.29 (2H, m), 8.59 (IH, s). 
lOOe) 3-|l-[3-(6-T>^ V-2-i'y^}V):^)l^:^:=-)Vy'u/-^y y( ;V]-4-tf^i; 
;v| -5, 6, 7. 8-x h 7 K n ^ ^ ^ V[l, 2-a] tf V P > 

mMmmd)xnfz3-{6-Tz^^ K-2-^'7^;V);^;l'j^-;^yn/N->'^(0.22 g) t 
3-(4-tr^'; v^;v) 4 ^ ^yll.2-a] tf U 2:^^:^(0.23 "tjV^T. H 

mms9b) tmm<oijmizxmmi\:^m(o.26 g. 7A%)^mzo 

NMR (200 MHz, CDCI3) ^ : 1.40-1.72 (2H, m). 1.82-2.05 (6H, m), 2.65 (IH, 
m), 2.83-2.94 (3H. m). 3.07-3.30 (3H. m). 3.53-3.61 (2H. m). 3.81 (2H. t 
, J = 5.8), 3.91 (IH. d, J = 13.4). 4.56 (IH, d, J = 13.4), 5.32 (2H. s) 
. 6.65 (IH. s). 7.61 (IH, dd. J = 2.2. 8.8). 7.88-8.05 (4H, m). 8.50 (IH 
, s). 
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lOOf ) (6- |3-:t ^ V-3-[4-(5, 6, 7, S-x h ^ 1^ K n ^ ^ ^V[l, 2-a] U v >-3- 
;v)_i_tf^i; T'n e;i/f x;V5^^;i/-2-^'7-^jv) ^ ^;VT 5 >z:j^^:^ 
||JfeMl00e)-e#7t3-|l-[3-(6-T V K-2-:^■7^;^)>5.;^.■i^ - ;i/7'n/NV 

4-e^ V v-;H -5, 6. 7, 8-x h 7 t Kn ^ ^ iJ^vH, 2-a] kf V v ;^ (0. 25 g) t^-^ 

mm-j^ ^^m^r^^mLxmrn^t^m (o. 27 g, ^mm) ^m^o 

NMR (200 MHz. DMSO-de) <J I 1.26 (IH. m). 1.44 (IH. m), 1.81-1.98 (6H, m). 
2.58 (IH, m). 2.76 (2H. t, J = 6.9), 2.93-2.97 (3H, m), 3.08 (IH, t, J 
= 14.2), 3.88 (IH, d, J = 14.2), 4.03-4.07 (2H. m), 4.25-4.34 (3H, m). 7 
.33 (IH, s), 7.84 (IH, dd, J = 1.5, 8.7), 7.97 (IH, dd, J = 1.8. 8.7), 8 
.16-8.19 (2H. m). 8.27 (IH. d, J = 7.8), 8.63 (IH. s) 
[0 15 6] 

^ife^ijioi 

i_[3_(6_i^nn-2--^7f-;v);^;W/i^^;V''7°n/NV^;v]-4-[(2-p{^;w-iH-^ ^ y 
V- ;i'-i-'f ;v) p{ f - ;v] tf ^ V v 

lOla) 4-(2-^ f-;^-lH-^ 5 ^-/-)\/-\-^ ;i/) ^ ^;v-i-kf^i; v^V:^ ;vs}?>^te 
rt--7'^;v 

2-^^;i/^ ^ ^V-;i/(i.8 g) h4-7'n>t^ ^;V'-l-tf^i; ':^'>:^;vi}?>^tert 
-7'^;V(DeVita, Robert J., D. et. al., Bioorganic and Medicinal Chemistr 
y Letters, 1999. 9, p. 261) (8.5 g)(^DMFm^SL(lOO v^\z.im\t^ b U ^^7^(0.8 

7 g. 60% in oii)^jn£. %^x.\zxvmnnn\^fzo ^f&m^ztlits WM^a 

fft4^ttf®(0.43 g. 7%) t LT#fCo 

NMR (300 MHz, CDC 1 3) (J 11.13-1.28 (2H, m). 1.46 (9H, s), 1.57-1.63 (4H, 
m), 1.82 (IH. m), 2.37 (3H, s), 2.65 (2H, t. J = 12.9). 3.71 (2H, d, J = 
7.5), 4.16 (2H. Br), 6.78 (IH, d. J = 1.5), 6.91 (IH, d, J = 1.5). 
101b) l-[3-(6-^ nn-2-'^7^;v);^;vsf:^;v/n/NV 4 ;v]-4-(2-;»{ ■^;v-lH- 
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> ;^ 5j€ >^tert-r ^ )V (0. 42 g) i: 3- (6-^5^ n n -2-^ "7 f - >^ ;V jJ^ ;v 7*n tf 
^^'^(0.45 g)^ffli/^T. ||»J81b) tlSI^O^^lCTMia^b-^t/^SrilfeS^C 
0.55 g, 74%)i: LT#/io 

NMR (200 MHz, CDCls) ^ : 1.00-1.24 (2H, m). 1.48 (IH, m). 1.63-1.77 (4H. m 
), 2.37 (3H. s), 2.49 (IH. t, J = 13.2), 2.83-2.90 (2H, m), 2.98 (IH, t, 
J = 13.2). 3.47-3.60 (2H. m). 3.80-3.88 (3H, m), 4.49 (IH, d, J = 11.4) 
, 6.79 (IH, s). 6.91 (IH, s), 7.59 (IH, dd, J = 1.8, 9.0), 7.90-7.96 (4H 
, m), 8.47 (IH, s) 
[0 15 7] 
^ife^l02 

1- [3- (6- n n -2- "7 ;v) ;^ ;i/ .i^ ~ ;v n / nV ^ ;v] -4- [2- (2- p« ^ ;i'-iH- H 5 
102a) 4-[2-(2-^^;v-iH-'f ^ :J^y*-;V'-i->f ;v) ji^;i/]_l-e^i; vyi3)V^-y 

4-(2-7'n^j:.f-;V)-l-tf--?i; v?>':^;V:^C^^^tert-:r^;V(Dereck, B. et.al. 
, Journal of Medicinal Chemistry, 1999, 42, p. 4584) (6.46 g) ^:2-^ 5 

yv'-;i-(o.93 g)^fflv^T. mmmmdi) tnm<D-)jm^xm%^it^m^^'^m 
msm^A^ g, zo%)hLxm^o 

NMR (300 MHz, CDC 1 3) (J : 1.13-1.28 (2H, m), 1.46 (9H, s), 1.57-1.63 (4H, 
m), 1.82 (IH, m), 2.37 (3H, s). 2.65 (2H, t, J = 12.9), 3.71 (2H, d. J = 
7.5), 4.16 (2H, Br), 6.78 (IH. d, J = 1.5), 6.91 (IH. d, J = 1.5). 
102b) 1- [3- (6- ^ n n -2-':^ 7 ^ ;i/) ;v sf? — -/n 7 W ^ )V'] -4- [2- (2- 

llifeMl01a)-^^#/v:4-[2-(2-^ ^;i/-lH-^ ^ 

)V /-K yMtert- )V (0. 43 g) ^ 3- (6- iJ' n n -2-•:^ 7 ^ ;v) ;^ ;i/ jj^ — ;^ 
nii>>'m(0.45 g)«:Mv>T. Wm\%Va) hW^OlfS^^z.xmmt'^'m^n^ 
@#(0.52 g. 69%) h LT#fCo 
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NMR (200 MHz. CXI 3) 5 : 1.00-1.24 (2H, m), 1.48 (IH. m), 1.63-1.77 (4H, m 
), 2.37 (3H, s). 2.49 (IH, t, J = 13.2). 2.83-2.90 (2H, m), 2.98 (IH, t, 
J = 13.2), 3.47-3.60 (2H, m), 3.80-3.88 (3H, m). 4.49 (IH, d. J = 11.4) 
. 6.79 (IH, s), 6.91 (IH, s), 7.59 (IH. dd. J = 1.8. 9.0). 7.90-7.96 (4H 
. m). 8.47 (IH. s). 

Ttm^^ C24H28N303SC1-HC1-0.25H20 tLX 
Sf^^ (%) C, 55.97; H, 5.77; N, 8.16. 

(%) C. 55.98; H, 5.74; N, 8.16. 

[0 15 8] 
*»J103 

5-^ n n-2-(3- 14-[2-(2-^ ^^V-lH-f 5 ^V'-;V'-l--f 
-;i/}-3-:^-^yynvf;v):^;i/.i^-;v-lH-'f > F-;v 

103a) 5-^ n n-2-(3- {4-[2-(2-p? ^)V-m-^ ^ ;v)a:.f-;V']-l-e 
^1; >?:z;v|-3-:t^ yyn e;i/)>^;V>^r:;i/-lH-W > K-;V-l-5&;V*':^^tert- 

IIMMioia)-e#/i4-(2-^ ^;i^-iH-^ ^ ^V'-jv-i-^f ;i/) ^ ^;i/-i-t:°^ V v 
>':*;l'sK>'^tert-y-^;^(0.59 g) t 3-(l-tert-'/b^v:^7;V5j^'^;V-5-i>'no- 
IH-^ > K-;v_2-^ ;v);?.;i/.-i^-;i/yn/N'>^(0.78 g) «rfflv^-c> Ilifef!l85b) i: 

|WI#<7);^'^tCTMIB'fl:'^tf(0.64 g, 57%) =Jr#/io 

NMR (200 MHz, CDCI3) ^ 1 1.00-1.05 (2H, m), 1.53 (IH, m), 1.62-1.75 (4H, 
m). 1.73 (9H, m). 2.37 (3H. s), 2.50 (IH. t, J = 13.2), 2.87-3.04 (3H. m 
), 3.82-3.90 (3H, m), 4.00-4.08 (2H, m), 4.51 (IH, d, J = 12.8), 6.79 (1 
H. d, J = 1.0). 6.91 (IH, d, J = 1.0), 7.45 (IH, dd, J = 1.8. 8.8). 7.50 

(IH, s), 7.65 (IH, d, J = 1.8) 1.99 (IH. d. J = 8.8). 
103b) 5-i^ o n -2- (3- 14- [2- (2-^ ^ ;V-1H-^ ^ ^ )V) ;V] -1- tf 
✓^1; v^-;i/j-3-:t^ vy°n lf;v);^;v^c^;i/-lH--f > K-;i/ 

|life^Jl03a) X-mz5-^ n n-2-(3- j4-[2-(2-p{ ^;V-lH--f ^ ^V'-;i/-l-^ ;V) 
J^^;v]-l-tf^'; ;v}-3-:f ^ VT'n tf;i/);^;v.is^;v-iH-^ v K-;i/-l-:^;;v 
'i?V^tert-';^f-;l'(0.50 g)<D-J^^u:i^>^^(io mL)'},z^V y)l^ir^mk(l 
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90%) ^nfzo 

NMR (200 MHz. DMSO-de) ^ ! 0.74-0.84 (2H, m), 1.38-1.75 (5H, m), 2.27 (3H 
. s), 2.40 (IH, t, J = 11.8), 2.70 (2H. t. J = 7.4), 2.89 (IH, t, J = 11 
.8), 3.57-3.70 (3H, m), 3.86 (2H, t, J = 7.4), 4.15 (IH, d, J = 11.8), 6 
.74 (IH, s,), 7.05 (IH, s), 7.14 (IH, s), 7.32 (IH, dd, J = 2.0, 9.0), 7 
.50 (IH, d, J = 9.0), 7.79 (IH, d, J = 2.0). 
[0 15 9] 

1- [3- (6- iJ' n D -2-f - -7 ^ ;v) ;^ 4^ - o / nv ^ -4- [3- (2- ^ ^ ;W-1H- ^ 

104a) 4-[3-(2-^ ■^;V-lH--f 5 ^v''-)l^-l-^ )V) -fu If ;l/]-i-lf z^>:fy 

4-(3-rn^7'n t:;V)-l-tf^i; v>;^;V'i^^>^tert-r-f-;V(Siegel, M. G. e 
t. al.. Tetrahedron, 1999, 55, p. 11619) (2.0 g) ^2-p< ^ ^V-;u(0.5 

6 g)=irfflv^T. mmmwisd tmm(Dyjmzxmmi\:^m^^i^m^mMi2,05 s 

NM (200 MHz, CDC 1 3) ^ : 1.03-1.35 (4H, m), 1.45 (9H, s), 1.59-1.82 (5H, 
m), 2.37 (3H, s), 2.66 (2H, t, J = 12.4), 3.81 (2H, t, J = 7.0), 4.06 (2 
H, br), 6.80 (IH, d, J = 1.4), 6.90 (IH, d, J = 1.4). 
104b) i-[3-(6-^ nn-2--^7^;v);^;vj}^^;V7'n/NV -r ;v]-4-[3-(2-;^ f-;u-l 

lliSf?fli04a) t^#^*T./i4-[3-(2-^ ^;i/-iH-'f ^ ^V-;v-l--r ;v) T'n if;v]-i 
-tf^V '7>:;&;V;j?>^tert-r^;V(0.61 g) i:3-(6-^ n n-2-'^7^;V);^;Vs^ 
^;v7'ntf:^->m(0.60 g)^Mv^T. ^»J8ib)t|si;|*<;o:^?*€rfflv^TMfMfc'^ 

%(0.56 g, 53%)=^#fCo 

NMR (300 MHz, CDCI3) ^ : 1.00-1.31 (4H, m). 1.52 (IH, m), 1.65-1.88 (4H. 
m), 2.37 (3H, s), 2.49 (IH. t, J = ll.l). 2.83-2.90 (2H, m). 3.00 (IH, t 
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. J = 11.1), 3.47-3.58 (2H. m). 3.84 (IH, d, J= 14.1), 4.02 (2H, t, J = 
6.9), 4.51 (IH. d. J = 14.1), 7.05 IH, s). 7.05 (IH, s), 7.28 (IH, s). 7 
.61 (IH, dd, J = 2.1, 9.0), 7.89-7.97 (4H, m). 8.47 (IH. s). 
[0 16 0] 

mmmm 

1_ [3_ {e--iruu -2-i- -7 ^;v) 7. ;v :^:=.)i^-:fxi/-^y y( ;v] -4- [3- (2-J^-^ ^V-IH-^ ^ 

105a) 4-[3-(2-J:-^;l'-lH--f ^ ^V*-;V'-l--f )^) "/n if ;l/]-l-tf^ u P y ft ;V5K 

4_(3_^n-t7'n tf;i/)-i-lf^'; v^>:^;v.i^>^tert-":/^;v(2.0 g) t2-3^^ 
;i/-r 5 i5^v'-;v(0.66 g) ^fflv^T. ||»Jl01a) ^|wi;tto:a^i*lc-cMlB<l:'^%^ 
^'ferftt>cJ^®(2.06 g, 98%)^U-r#fCo 

NMR (200 MHz, CDCI3) <J 1 1.03-1.38 (6H, m), 1.45 (9H, s), 1.60-1.82 (3H, 
s). 2.61-2.72 (4H, m), 3.82 (2H, t, J = 7.0). 4.07 (2H, br). 6.80 (IH. d 
. J = 1.4), 6.94 (IH, d, J = 1.4). 

105b) l-[3-(6-i5' n n-2-"^:7f-;v);^;v>^^;V7'n/NV A ;v]-4-[3-(2-^^;v-l 
H-^ ^ ^V-;v-i-^ ;v) -fu \L)V\ tf^ V -J-y ^mk^ 

'mm 105a) t?# h tt/i4- [3- (2- j:-^ ;v-iH-'f 5 ^ ;v-i--f ;v) T'n tf )V\ - 
1-tf^i; vy:*;v>}e>^tert-7'^;v(0.61 g) t3-(6-i5^ nn-2->^7^;W>^;vjJ^ 
^;V7'De;j->m(0.60 g)^ffiv^T, HJtmb) |Bl;|t<^>:^^5rfflv^-t:Slfi'fb^ 
%(0.50 g. 46%)=S:#/Co 

NMR (300 MHz, CDCI3) <5 10.95-1.25 (2H, m), 1.20-1.27 (2H, m), 1.34 (3H, 
t, J = 7.5), 1.43 (IH, m). 1.64-1.76 (4H. m), 2.47 (IH. t. J = 13.2), 2. 
65 (2H, Q, J = 7.5). 2.83-2.88 (2H, m), 2.97 (IH, t, J = 13.2), 3.52-3.5 
8 (2H. m). 3.82 (2H, t, J = 7.2), 4.47 (IH. d, J = 13.5). 6.79 (IH. d, J 

= 1.0), 6.94 (IH, J = 1.0), 7.59 (IH, dd. J = 2.4. 8.7), 7.89-7.96 (4H, 

m), 8.47 (IH, s). 
[0 16 1] 
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l-LS-Ce-^' ^^-2-•^7^;^)x;^5^:^;^7'^/^v >f ;v]-4-[2-(2-aif^;i'-lH--f 5 

^»Jl06a) t?#/v:4-(2-^n ^ ^ VJ>:^ JV:^>Mtert-y'^}V ( 

3.0 g)t2-a:.^;V-r ^ry~;l^(1.0 g)^ffiV>T, ||»Jl01a) t|Wj;f||(7):^&t;-C 
SfB<b^J^^^'fevft^J^®(1.55 g, 52%)tLXmfZo 

NMR (200 MHz. CDCI3) ^ I 1.18-1.38 (7H. m), 1.46 (9H, s), 1.63-1.74 (3H, 
m), 2.61-2.88 (4H. m). 3.87 (2H, t. J = 7.8), 4.08 (2H, d, J =14.2), 6.8 
0 (IH, d, J = 1.0), 6.94 (IH, d, J = 1.0). 

106b) l-[3-(6-^^ nn-2-'^"7^;V)>^.;^:J:::i;V7'n/\V >f ;l/]-4-[2-(2-J:.^;V-l 
H-Y 5 irv-;v-l-^ ;i.)aL^;i/] -Jy mBM 

|IW!ll06a)T-#^tL/z4-[2-(2-J:.^;l/-lH-^ ^ 
tf^V i^'>:^;i^/-K>^tert-yf^;v(0.58 g) tZ-{i6-^uu-2-i-y^)V):^)\^it-=- 
;l--/ntr:^>m(0.66 g)^^v^r. llifemb)t|WI;|t(^:^^=Srfflv^t:SIB'fk^!^ 
(0.29 g, 28%)^#f3o 

NMR (300 MHz CDCI3) 8 : 1.02-1.27 (2H. m). 1.35 (3H, t, J = 7.2), 1.50 (1 

H, m), 1.64-1.84 (4H, m), 2.49 (IH, t, J = 10.8), 2.68 (2H, q, J = 7.2), 
2.84-2.90 (2H, m), 2.99 (IH, t, J = 10. 8) ,. 3. 50-3. 59 (2H, m), 3.81-3.89 
(3H. m), 4.50 (IH, J = 13.5), 6.79 (IH. d, J = 1.2). 6.95 (IH. d. J = 1 

.2), 7.59 (IH. dd, J = 1.5, 9.3), 7.89-7.94 (4H, m). 8.48 (IH, s). 
[0 16 2] 

Ilife^l07 

5-i^nn-2-(3-|4-[2-(2-^^;i'-iH-'< 5 ^v'-;v-i-^ ;v) j:.^;v]-l-t:^i; V 

107a) n n-2-(3- |4-[2-(2-J^^;l'-lH-^ ^ ^y-;i/-l-^ )V) J^^;i/]-l- tf 
-J^M-Z-ir^Vi'u e;i/);^;i/.i^-;i/-iH-^ K-;i/-l-?l7;i/:j?>^tert- 

!ll06a) -^#7^:4- (2-J^^;i'-iH--f ^ ^V- ;v) ^ ^;v-i- tf^ U 
>*;l/jK>iJtert-y^;i'(0. 58 g) t 3-(l-tert-:^ h ^i^:^ )V^^)V-5-i^ n n- 
m-^ > K-;i/-2--f ;^);^;^.i^r:;^•/^/^•^-^(0.85 g) ^Mv^r. ^Jfe^85b) t 
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NMR (300 MHz, CDCI3) ^ I 1.05-1.21 (2H, m), 1.35 (3H, t, J = 7.5), 1.52 ( 
IH, m), 1.53-1.73 (4H. m), 1.73 (9H. s), 2.49 (IH, t, J = 9.9), 2.65 (2H 
, q, J = 7.5), 2.88-3.03 (3H, m). 3.81-3.89 (3H, m), 4.02-4.08 (2H, m), 
4.51 (IH, d, J = 13.2), 6.79 (IH, s), 6.95 (IH, s) 7.43-7.53 (2H, m), 7. 
63 (IH, m), 8.98 (IH, d, J = 9.0). 

107b) 5-^nn-2-(3-l4-[2-(2-:i^^;i'-lH-^ 5 Vy^- )V)jl^)U']-1-\£ 
mMmi07a)X-mz5-^ n n-2-(3- |4-[2-(2-J^^;wlH--f ^ ;^) 

jK>mtert-:7'^;v(o.6o g)^fflv>T> mMmosh) tmuoijm^xmt^'it^^ 

(0.45 g, 91%)iWfZo 

NMR (200 MHz, DMSO-de) ^ 1 0.75-0.85 (2H, m), 1.19 (3H, t, J = 7.4), 1.49 
-1.62 (5H. m), 2.40 (IH. t, J = 11.8), 2.48-2.52 (2H, m), 2.57 (2H, q, J 

= 7.4), 2.70 (2H, t, J = 7.0), 2.89 (IH, t, J = 11.8), 3.57-3.76 (3H, m 
), 3.85 (2H, t. J = 7.0), 4.16 (IH, d, J = 11.8), 6.73 (IH, d, J = 1.4), 

7.02 (IH, d, J = 1.4). 7.14 (IH, s), 7.32 (IH, dd, J = 1.8, 8.8), 7.51 
(IH, d, J = 8.8), 7.90 (IH. d, J = 1.8). 

[0 16 3] 
^M^?!I108 

1- [3_ (6- ^ n n -2-•:^ 7 ^ ;v) >^ ;v ^ - y n / w ^ -4- [2- (4, 5- 'J f - ;v-iH- 

108a) 4-[2-(4,5->>'^^;i'-lH-^ $ ^V-;^-l-i' ;v) j^f-;u]-l-e^i; 
*'>mtert-yf-;i/ 

4,5-v^^;V'f ^ ^V'-;l/(#PiBg60-56961-^^#)(0.66 g) t4-{2-':ru^:t. 
^}V)-l-}£^Vz^yfj)V:^ymtert-f^}}^i2.0 g)^fflv^T> ||»Jl01a)^|W| 

m(oyjm^rmmit^^t:mm'^mmdM(Q.3s g, i8%) t Lxm^o 

NMR (300 MHz, CDC 1 3) 5 : 1.07-1.91 (2H, m), 1.45 (9H, s), 1.59-1.70 (5H, 
m), 2.11 (3H, s). 2.15 (3H, s). 2.67 (2H, t, J = 11.4), 3.81 (2H.- t, J = 
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7.0), 4.07-4.14 (2H. m), 7.30 (IH, s). 

108b) 1- [3- (6- n n -2--f 7 ^ ;i/) ;^ ;i/ 5}^ - ;v 7" n / \v ^ -4- [2- (4, 5-'J^^ 

^ii^l08a)t?#/s:4-[2-(4.5-v^5^;V-lH-^ 5 ^y-;U-l-^ ;i/) Ji^;V]-l- 
\£^V v^>'*;U'5^*>mtert-r^;v(0.38 g) tZ-i.S-i7 uu-2--i-y'j-)V) 
yv-fu If vm(o. 37 g) ■'SrMv^r. ^MM85b) t v^rffiia^fb-^^ 

(0.36 g, 57%) ^m-fzo 

NMR (300 MHz, CDCI3) ^ 11.04-1.23 (2H, m), 1.48 (IH, m), 1.60-1.77 (4H, 
m), 2.11 (3H, s). 2.15 (3H. s), 2.49 (IH, t, J = 13.2). 2.83-2.90 (2H, m 
), 2.99 (IH, t. J = 13.2), 3.50-3.58 (2H, m), 3.79-3.84 (3H, m). 4.49 (l 
H, d, J = 13.2), 7.30 (IH, s), 7.59 (IH, dd, J = 2.4, 9.0), 7.89-7.94 (4 
H, m), 8.47 (IH, s). 
Jtm^^m C25H30N303SCl-0.5H20i: LT 

(%) C, 60.41; H, 6.29; N, 8.45. 
mum. (%) C, 60.40; H, 6.42; N, 8.22. 

[0 16 4] 

mmmm 

1- [3- ( (6- ^ n n -2-•:^ 7 ^ }V) 7s)V7S^:=-)V'fu/^y y( )V) -4- [2- (2, 4, 5- h V ^ ^ 

109a) 4-[2-(2,4,5- h V p{ ^;V-1H-^ ^ ^y-^l^-l-f ;v) Ji>f-;i/]-l-t:'^ V i>y 

2.4, 5- h ^ ■f-^v^ 5 rV-;v(#ggBS60-56961#<&^) (1.8 g) i:4-(2-yn^ 
jc-5^;i/)_l_H°^>^i; v?>:^;w>}f>^tert-r^;v(4.77 g)^>ffiv>T. ^Jfel^lllOla) i: 

|wi;^o:^SiiTMIfi'fl:'^i^^^ll'fe^a!^®(i.i8 g, 23%) ^ L-c#y;:o 

NMR (300 MHz, CDC 1 3) 5 ! 1.07-1.91 (2H, m), 1.46 (9H, s), 1.59-1.70 (5H, 
m), 2.08 (3H. s), 2.11 (3H. s). 2.15 (3H, s), 2.69 (2H. t, J = 11.4), 3. 
72 (2H, t. J = 7.0), 4.07-4.14 (2H, m). 

109b) l-[3-(6-^^^^-2-•:^7•^;^);^;l/.i^-;^•/^>'^v^;^]-4-[2-(2,4,5-^ V 
> f-;u-lH-^ 5 rv-;i/-l-W' ;i/)a:.^;i/] e^U y > 
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dimmed x-nfz4-[2-(2, 4, 5- h u p« ^;v-ih-'< ^ iJ^V-;v-i->f ;v) 

i^>':^;;i'sK:^mtert-'/^;v(0.73 g) fc3-(6-i^ n n-2-'^7f-;v);^;v 
.i>-;V7'n tf;^^-m(0.70 g)S:fflv>T. ^»J85b) i:|WI;m<^:;^;fe*fflv^T®f5^I: 
-^2^(0.39 g, 33%)^nfZo 

NMR (300 MHz, CDC 1 3) 5 : 1.07-1.23 (2H, m), 1.51-1.55 (3H, m), 1.70-1.79 
(2H. m), 2.07 (3H, s). 2.09 (3H, s), 2.31 (3H, s). 2.51 (IH, t, J = 12.6 
), 2.84-2.90 (2H, m), 2.97 (IH, t. J = 12.6). 3.50-3.57 (2H. m), 3.71 (2 
H, t. J = 7.8), 3.83 (IH, d, J = 13.2), 7.59 (IH, dd, J = 2.1, 9.0), 7.8 
8-7.96 (4H, m), 8.47 (IH, s). 

[0 16 5] 
^»J110 

l-[3-(6-iJ'nn-2-f--7^;i')>^;V"-i^-;V'-/ny\v-f ;v]-4-(2-^-^;v-lH-^ ^ r 

;v-4-'f ;v) p{ h ^ tf^ V V >' 
iioa) 4- (2-^ ^;v-i- h ^)v-m-^ ^ t5^V-;i/-4--f ;v) ^ h ^->-i-tr^u ''J 

4-11 Kn^i/^^;v-i-tf^V v>':!5;;V5K>^tert-:7'-^;v(0.50 z)mWi^WL{ 
20 mL) ^C7K^>^b:^ h V A (0. 12 g, 60% in oil) ^lBk.\%^W^\^tz^^. 4-i^ O 
n^^;V-2-p(-?^;V-l-b U^;V-lH--f 5 ^V~;V(Cordi, A. A. et. al., Europ 
ean Journal of Medicinal Chemistry, 1990, 25, p. 557) (0.93 g) c7)DMF^?i^(lO 

)l^^U'^YV^y^-KXn rnUit^^ (0. 58 g, 43%) =l:#7to 

NMR (200 MHz, CDC 1 3) (5 11.45 (9H, s), 1.45-1.63 (2H, m). 1.72 (3H. s), 1 

.83-1.91 (2H, m), 2.92-3.05 (2H, m), 3.58 (IH, m), 3.79-3.90 (2H, m), 4. 

02 (2H, s). 6.68 (IH. s), 7.10-7.17 (6H, m), 7.26-7.39 (9H, m). 

110b) i-[3-(6-^ nn-2--:h:7^;i');^;v^^;i/yn/NV ^ ;v]-4-(2-^ •^;v-lH- 

^ ^ ^V- ;i'-4--f ;v) ^ b ^ V V '7 > 

> ^ ->-l- V :^ :?& ;v s^' >' Mtert-^ ;V (0. 57 g) ^ y - (10 mL) - IN 
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mm(5 mL)^^^^ sovKxuwmmwLfzo KJ^^mt:-jj^^)i^j^'~T-)i^t:^<o-m 

ic^^r^i^. tK^^^IPI. m^LfZo ^@tft3DBU(0.32 mL). bi;j:-^;VT^ > 
(0.44 niL)=^Jnx.T-fe h- h ';;i/(10 mDlC^t^lL. i<7)vrf^=^3-(6-i^ n n-2->^ 
•7f-;V);^;^'i^^;V7*nl:;i-^m(0.32 g). WSC(0.30 g)x HOBt (0.24 g)OT-t 

®fB'fb'^tJ(0.27 g, 54%)5:#fCo 
NMR (200 MHz, CDCI3) ^ : 1.65-1.84 (4H, m), 2.42 (3H, s). 2.86 (2H, t, J 
= 8.4), 3.18-3.26 (2H, m), 3.55 (2H, t, J = 8.4), 3.58-3.72 (2H, m), 3.8 
3 (IH, m), 4.46 (2H, s), 6.87 (IH, s), 7.59 (IH, dd, J = 2.0, 9.0), 7.92 
-7.97 (4H, m), 8.47 (IH, s). 

[0 16 6] 
^MMlll 

i-[3-(e-ii^uu-2-i-yi-)V):^)V^:=.)Vy°u/<iy 4 )U] -4- [2- ( 1- p« f - ;V'-1H-^ ^ 
V- ;i/-5-^ ;l/) o-f^jv] 1; -J > 

111a) 4-[(Z)-2-(l- h V ^;i'-lH--f ^ jj^^/-;v-4--f ;v) V^ij 
;v>K>mtert-':/f-;v 

4_;j;;l.5;^_l_|. i;^;V_lH_^ ^ ^y-;V(Kelly, J. L. et. al.. Journal of 
Medicinal Chemistry, 1977. 20, p.721) (0.63 g) 3 'i7'fb4-(l-lf^ V v>':^ 
;l/.ie>'^tert-^^;v) P< h V 7 ic:^;l's}^7.>J^^'i7 a (@|^^§g^99/24421-i- 
/N* > 7 1/ y b ) (1. 0 g) <^THF-^?^ (35 mL) V >i7 A tert-"/ h ^ K (0. 21 g) ^ 

mz.'^^'iLh^. ^mm^^'^. il7X«Sm"^h V^A-e^;^. ?#iK^|g*t^Co 5^ 
^m^i^V:^y)\^^U'rh^yy^-KX^m^^L. mfB<b'^t>(0.45 g, 51%) 

NMR (200 MHz, CDCI3) 5 1 1.20-1.36 (2H, m). 1.45 (9H, s), 1.64-1.69 (2H, 
m), 2.67 (2H, t. J = 12.2), 3.05 (IH, m), 4.01 (2H. d, J = 12.8). 5.32 ( 
IH, dd, J = 9.0, 11.6), 6.16 (IH, d, J = 11.6), 6.69 (IH, s). 7.10-7.20 
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(6H. m), 7.30-7.36 (9H, m), 7.43 (IH, s). 

111b) 4-[2-(i- h V ^}V-m-^ ^ ^y-;v-4-^ )v)jL^)V]~i-}d^^) v 

||»Jllla)T'#/c4-[(Z)-2-(l- h V ^}V-m-y( ^ tf^;^]-l 

- If ^ V V > ;v ^ yWXert-f^ JV (0. 43 g) t m^fc 6 ^ (0. 08 g) <^ ^ ^J' ^ - ;V It 

^ff <?g(2o mL)^7K^#si^T. m^^izxmmmni^fzo ^^mm^^^v. ^ 
m i mm Lxmrn^it^'^ (o. 43 g, 99%) ^m^o 

NMR (200 MHz, CDCI3) <5 : 1.05-1.17 (2H. m), 1.45 (9H, s). 1.51-1.66 (5H, 
m), 2.52-2.68 (4H, m), 4.04 (2H, d. J = 13.5), 6.49 (IH, s), 7.11-7.18 ( 
6H, s), 7.29-7.35 (lOH, m). 

111c) i-[3-(6-^ o^-2-•^■7^;^);^;^'i^^;^'■/^/^v ^;i/]-4-[2-(i-^^;w-l 
H-'f ^ iJ^y-;v-5--f ;v)a:.^;i/] e^'j v > 
^»Jlllb)T#ibtL/i4-[2-(l-h V^;V-lH->r 5 V-/-)V-4-4 }V)j^^)V'\-l 

- V V ;l' ^ :/gJtert--/^ (0. 43 g) <^ T -fe h - b U (10 mL) 3 

isL)^n^\2^mmwvfzo Ki^^m.'^mm. ^i5'y-;v(io mDic 

mm^^. lN:^m(5 mL)^Jp£80"CtlT3^P^m*^UfZo RJS?^^>^'.3i^;i'J^- 
T;i'^7l<:<^z:^tc^tt, 7fc«*^flX, mm\^fz, n^mKm} (0.25 mL), 
Ji-^JVT^ ^^(0.35 ml)^ijnx.T-fe h V;V(10 mDtCvtjSU ^(OmWi^^ (6- 
^:rnn-2--^y^;V)7.;v.i^~;i/7°niiV>^(0.25 g)> WSC(0.24 g)^ HOBt (0.1 

9 g)(Dr^Y=-y v;^^t^^^iK do mL) \.zim^i2Y^m^WVtzo we^Wl^Wls. 

-tcJ;J)ffl^L. ®fS'fb^t>(0.29 g, 74%)^^#fv:o 

NMR (200 MHz. CDCI3) <J 11.05-1.28 (2H, m), 1.57-1.66 (3H. m), 1.73-1.86 
(2H. m). 2.53-2.60 (2H, m), 2.85-3.07 (3H, m), 3.53-3.62 (2H, m), 3.56 ( 
3H, s), 3.85 (IH, d, J = 13.8). 4.51 (IH. d. J = 13.8), 6.78 (IH, s), 7. 
40 (IH. s), 7.51 (IH. dd, J = 1.8. 8.8). 7.90-7.99 (4H. m). 8.50 (IH, s) 

Tcm^^T C24H28N303SC1-0.5H20 hl.X 
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ai^^it (%) C, 59.68; H, 6.05; N, 8.70. 
HifflUS (%) C, 59.58; H, 6.14; N, 8.43. 

[0 16 71 
^»J112 

1- [3- [ (6- n n -2-i- 7 ^ ;v) ;^ ;v ^ ;v y n /^v ;v] -4- [ (z) -2- (2-p< ^ )V-m 
^ ^y-;v-4-^;v)jcT-^;v] fef^'; 

112a) 4-[(Z)-2-(2-p< ^;V-1- b ^;V-1H-^ ^ ^v*^;V-4_>f ;v) e^;i/]-l-li 

2-^ f-;V-4-J^;l'5 h V ^)l^-m-^ 5 i5^y*-;V(EP 451538(1991)) (3. 3 g) 
t3^m-il-}^^V z^yiJ)\^^>'mtert-Zf^)l^)y<^)l'hV 7 Jl^;^5^;^5^^- 
'>A(5.0 g)=^fflv^T. ^Mmila) t|Wl;^0:^felCTMffi'fb'^tf^it>fe4HEBSB5i^@ 

#(1.0 g, 22%) t L-C#7to 

NMR (200 MHz, CDCI3) ^ : 1.20-1.31 (2H, m). 1.46 (3H, s). 1.56-1.63 (2H, 
m), 2.49-2.62 (3H. m), 3.97 (2H. d, J = 12.4), 5.28 (IH, dd, J =8.8. 11 
.8), 6.18 (IH, d, J = 11.8), 6.61 (IH, s), 7.13-7.20 (6H, m), 7.30-7.37 
(9H. m). 

112b) 1- [3- (6- tJ' n n -2-f - *7 ^ ;i/) ;^ - ;v y n /NV -f ;v] -4- [ (Z) -2- (2- f- 

^»Jil2a)-e#/c4-[(Z)-2-(2-p« ^;^-l- h U 5^;l/-lH--f ^ ^'y-;V_4--f ;l/) 
lf-;V]_l_tfyv^i; v^':/:«;;VjK>^tert-:/f-;V(0.39 g) t3-(6-^uu-2-i'y^ 
)V):^)V^:=.)U':fU\£:^>m(0.22 g)^fflV^T. ^:^^J85b) t ISI#0:^^tCT® 

ffi'fb'^%«r^-fe*H^Hf^H#(0.25 g, 73%)tLT#/Co 

NMR (300 MHz, CDCI3) 5 10.94-1.14 (2H, m), 1.19-1.26 (2H, m), 1.42 (IH, 
m). 1.64-1.76 (4H, m), 2.37 (3H, s), 2.47 (IH, m). 2.83-2.88 (2H, m), 2. 
96 (IH. m), 3.52-3.58 (2H. m), 3.79-3.84 (3H. m), 4.47 (IH. d. J = 12.8) 
. 6.79 (IH, d. J = 1.2), 6.91 (IH, d, J = 1.2), 7.59 (IH, dd, J = 1.8, 8 
.7), 7.89-7.96 (4H, m). 8.47 (IH, s). 
[0 16 8] 
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1- [3- (6- iJ' n n -2--^ "7 ^ ;v) X .i^ - ;v :/ n /nv ;v] -4- [ (Z) -2- (1 , 2->^ ;^ ;v 

mm<r>ijmi^xmmt^mt:M'&M^5^m^{0A6 g, 35%)tLxnfz.o 

NMR (200 MHz, CDC 1 3) .J I 1.22-1.35 (2H. m). 1.65-1.82 (3H. m), 2.39 (3H, 
s), 2.59 (IH, t, J = 11.2), 2.82-2.92 (2H, m), 3.08 (IH. t, J = 11.2), 3 
.45 (3H, s). 3.52-3.62 (2H, m), 3.82 (IH, d. J = 11.2), 4.47 (IH. d. J= 
11.8), 5.44 (IH, d, J = 9.6, 11.4). 6-05 (IH, d, J = 11.4), 6.88 (IH, s) 
, 7.59 (IH. dd, J = 2.2, 11.2). 7.92-7.97 (4H. m). 8.48 (IH. s). 
Ttm^m C24H26N303SC1-H20 t L-C 
m^i^ (%) C. 58.83; H, 5.76; N. 8.58. 

(%) C, 59.01; H, 5.46; N, 8.84. 

[0 16 9] 

mmmiu 

1- [3- (6- iJ' n n -2-"^ -7 ^ ;u) ;^ ~ ;i/ y n /nv ;v] -4-ii,2--J^^ ;i/-iH- -i 
5 ;v-5-^ ;v) h ^ v v 

HM^^flllOa) X-mz4-{2-;^ Y V ^;V-lH--f 5 ^ V ^ 

v-l-fef^V v>':^;V'-K^^mtert-7'^;V(0.50 g)=^fflv^T. ^ifeMlllc)^^;^ 

o:}jm^xm%^^t^m^m^m^Bj^mi^(Q.2o g, 44%)i:Lr#/^o 

NMR (200 MHz, CDCI3) ^ : 1.42-1.61 (2H, m), 1.70-1.84 (2H, m). 2.37 (3H. 
s), 2.84-2.89 (2H, m), 3.18-3.28 (2H. m), 3.53 (3H, s), 3.51-3.67 (4H, m 
), 3.77-3.84 (IH. m), 4.46 (2H, s), 6.85 (IH, s), 7.58(1H, dd. J = 1.8. 
8.7), 7.88-7.95 (4H, m), 8.46 (IH. s). 
Jtm^y^ C24H28N304SC1-0.25H20 LT 

mmm (%) c. 53.29; h. 5.81; n. 8.50. 

nmi^ (%) C, 58.29; H. 5.67; N, 8.56. 

[0 17 0] 
^iSMll5 
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1_[3_(6_:5^ n n-2-«^"7'^;v);^;v>^^;i'7'n/NV ^ ;v]-4-[2-(2-^ ^;v-lH-'f ^ 

|IM^Jii2b) -e#/ii- [3- [6-i> o n -2--^ 7 ^ ;v] ;v >^ - ;^ ^nV ;v] -4-[ 
(Z)-2-(2-^ ^)V-m-^ ^ ^V- )l^-4-^ )U):i.-T=.}V] U > (0. 1 g) Wtit 

6^(0.01 g) (7)'mmm2 mL)^#a^T, mmmwLfzo >fmm^^=^. ^ 

m^nfm^iO.Oe g, 60%) h L.T#/io 

NMR (300 MHz, CDCI3) ^ ! 0.98-1.15 (2H, m), 1.53-1.60 (3H, m), 1.69-1.81 

(2H, m). 2.39 (3H, s), 2.41-2.57 (3H, m). 2.82-2.88 (2H, m), 3.01 (IH, d 

t, J = 2.7. 13.2), 3.52-3.58 (2H, m), 3.78 (IH, d. J = 13.5), 4.44 (IH. 

d, J = 13.5), 6.60 (IH, s), 7.60 (IH, dd, J = 1.8, 8.7), 7.88-7.96 (4H. 
m). 8.47 (IH, s). 
[0 17 1] 



l-[3-(e-'^uu-2-iry^jV):^)Vyi^—)l^':fu/-^yy( -4- [2- (1 , 2- ^ ^ ^ ;V-1H- 

mMmiis) -^ntz i- [3- -2-^ 7 ^ ;v) ;^ ;v ^ - ;v y n ^ ;v] -4- [ ( 

z)-2-(i,2->^^^;v-iH--f 5 rv-;v-5-^ ;v) jE.-r^;v] li'^V -J>(.0.5 g) 

NMR (300 MHz. CDC 1 3) a : 1.02 -1.19 (2H, m), 1.53-1.57 (3H. m), 1.76 (2H, 
dd, J = 15.9, 19.2), 2.36 (3H, s), 2.45-2.53 (3H, m). 2.84-2.90 (2H, m) 

, 2.98 (IH, m), 3.41 (3H, s), 3.53-3.59 (2H. m). 3.84 (IH, d J = 13.5), 

4.48 (IH, d. J = 13.5), 6.14 (IH, s), 7.59 (IH ,dd, J = 2.4, 9.3), 7.89- 
7.96 (4H, m), 8.48 (IH, s). 
7C^:8-W C25H30N303SC1-0.5H20 tLX 
W^i^ (%) C, 60.41; H. 6.29; N, 8.45. 

mmm (%) c, 6o.4o; h, 6.12; n, 8.24. 

[0 17 2] 
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l_(2-ji-[3-(6-:^ ^^-2-•:^•7^;^);^;v>^rL;^7^^/^v ^ ;v]-4-if^'; 
117a) 4-[2-(2-p« ^;V-4, 5, 6, 7-x h 9 t: Fn-lH-^> 5 ^V'-;V-1-^ 

j^f - ;v] -1- i; >' :^ ;v ;x®^tert-r^ 

2-^^;V-4.5.6,7-"r h ^ t: Kn-lH-^^-V^^ ^ iry-;W(^i|BS49-31666-^<2r 
#)(0.93 g)^4-(2-7'n^jr.^;l/)-l-Vf^i; v;>;^/;V.ie>'^tert-7'^;v(2.0 g) 

^fflv^-c. ma)tmm<^:f3mzxm%^^t^mi^n'^^6imdm(o.e5 g, 21%) t 

NMR (200 MHz, CDCI3) ^ : 1.13-1.19 (2H. m), 1.45 (9H, s), 1.50-1.80 (9H, 
m), 2.33 (3H, s), 2.43-2.60 (4H, m), 2.60-2.78 (2H, m), 3.71 (2H, t, J = 
7.2). 4.06 (2H, d. J = 14.2). 

117b) l-(2-|l-[3-(6-iJ' n n-2-*^-7"^;i');^;v^-;v/n/NV -f ;v]-4-ii*^ V -J 
ji^;v)-2-^^;V-4,5,6,7-T- h ^ Kn-lH-^^V-Y 5 

IIJiMll7a)t:1#/;4-[2-(2-^^;v-4,5,6,7--r Vv^ Ko-lH-^^vM 5 ^Tv* 

-2--f 7^;^):^>'^'i^-->^:^^lf:e-^®^(0.56 g)=Srfflv>T. mMmsb) tmM<^yj 
^*fflv>T®fMfc^%(0.60 g, 61%)^#/io 

NMR (300 MHz, CDCI3) ^ 110.7-1.19 (2H, m), 1.54-1.81 (lOH, m), 2.34 (3H, 
s), 2.42-2,45 (2H. m), 2.52-2.56 (2H, m), 2.87 (2H, dt, J =3.0, 7.2), 
3.01 (IH, dt, J = 2.7, 13.5), 3.52-3.60 (2H, m), 3.72 (2H, t, J = 7.5), 
3.84 (IH, d, J = 12.9), 4.50 (IH, d, J = 12.9), 7.59 (IH, dd, J = 2.4, 9 
.0), 7.89-7.96 (4H, m), 8.48 (IH, s). 
[0 17 3] 



1- (2- 1 1- [3- (6- n n -2-•:^ :7 ^ ;i') ;^ ;i/ 5}^ - ;i' n / NV -f ;u] -4- if^ V ;v} 
^^;i/)-4,5,6,7-T- h 7 t: Kn-iH-^>'y-f ^ ^y*-;!/ 

118a) 4-[2-(4,5,6,7-T h ^ t Kn-lH-^^y-f ^ r^/- )l^)J^^)l^'\-l- 
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4.5.6.7-7- > ^ t Kn-lH-^^VM ^ irV-;v(@|^<2rg|^99/25710^^N">'7 
Uy h)(0.84 g) h4-(2--/n-=eai^;v)-l-tf^V >^>*;v=^*>^tert-:/^;v(2. 

g, 60%)tLmfZo 
NMR (200 MHz, CDC 1 3) 5 : 1.13-1.19 (2H. m), 1.44 (9H. s). 1.50-1.80 (9H, 
m), 2.43-2.728 (6H. m). 3.80 (2H, t. J =7.2), 4.06 (2H, d. J = 14.2), 7 
.29 (IH .s). 

118b) l-(2-|l-[3-(6-^^^^-2-■:^7^;^);^;^:a^^;^yoy^v-r;^]-4-tf^V1^ • 

ji^;V)-4.5,6.7-7- h ^ li Kn-IH-^W^ 5 
lli&^Jll7a)T'#7^z4-[2-(4,5.6.7-T- h "7 Kn-lH-^>V-r ^ ^V-;V-1-^;V 
)jiif-;v]-l-e^i; v;^;^;V;K>^Mtert--7'^;^(0.54 g) h3-(6-i5^ n n-2->^-7^ 
;i/);^;V!^-;V7'ntf:^>il (0.56 g) ^fflv^r. ^*&W5b) i:ig^<^):^&^ffl 
v>-r®fB'fb'^!^(0.46 g, 47%)^#7to 

NMR (200 MHz. CDCI3) ^ : 1.07-1.16 (2H. m), 1.48 (IH, m), 1.59-1.82 (9H, 
m), 2.45-2.48 (2H. m). 2.58-2.61 (2H, m), 2.83-2.90 (2H, m). 2.99 (IH, m 
). 3.13-3.25 (3H. m), 3.52-3.58 (2H. m), 3.81 (3H. m). 4.49 (IH, d, J = 
13.2). 7.30 (IH, s), 7.59 IH. dd. J = 2.1, 9.0). 7.89-7.96 (4H. m). 8.47 
(IH. s). 

[0 17 4] 

i_[3_(6-^' n 0-2-^-7 '^;v)J^;V'-^-=- ^VT'nyNV ^ ;v]-4-[2-(i,4->^^ ^;i'-iH- 

4 ^ ^V'-;V-5-'f ;l/)a:-^;i/] e^'j 

119a) 4-[(Z)-2-(5-P< ^;v-i- h V 5=-;v-iH--f ^ ^y-;i'-4-^ ;^) tf ^;i']-l-lf 
;V5K>mtert-y^;i' 
5_^^;l/_l_hijf-;V-lH-^ 5 iJ^V-;V-4-T;V-m K(Yuan, W. et. al.. Jou 
rnal of Medicinal Chemistry, 1993, 36, p. 211) (3. 3 g) t3 ^it^-il-}^^') P 

mmmiiia) tmm<oifm^xmmi\:'^m^m'&^^5^mM2.55 g, 56%) t lx 
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NMR (300 MHz, CDC 1 3) 5 : 1.22-1.39 (2H, m). 1.45 (3H, s), 1.46 (9H, s), 1 
.77-1.82 (2H. m), 2.80-2.88 (2H, m) 3.66 (IH, m). 4.08 (2H, br). 5.29 (1 
H, dd, J = 9.3. 11.7), 6.04 (IH, d, J = 11.7), 7.13-7.17 (6H, m), 7.27-7 
.36 (9H, m). 

119b) 4-[2-(l- b V f^;i/-5-^ ^;V-lH-'f 5 ^v*-;V-4--f )V)JL^)V]-l-}d^V 
VyiJ)^^ Jj^* >'mtert-7'f - ;V 

^ii^?iJii9a)-e#/^4-[(z)-2-(5-p« ^;v-i- h ^)i^-m-^ < ry'-)v-4-^ ;v) 

>>>*;V:^'>mtert-y^;V(l.5 g)'S:ffiV^T. Hife^lllb) 

NMR (300 MHz. CDC 1 3) 5 1 1.22-1.39 (2H. m). 1.45 (3H. s). 1.46 (9H. s). 1 
.77-1.82 (2H. m). 2.80-2.88 (2H, m). 3.66 (IH. m). 4.08 (2H, br), 5.29 ( 
IH, dd. J = 9.3. 11.7), 6,04 (IH, d, J = 11.7), 7.13-7.17 (6H. m), 7.27- 
7.36 (9H, m). 

119c) 1- [3- (6- n n -2-«^ "7 ^ ;!/) ;^ ;v T'n /nv ;v] -4- [2- (1, 4- ^ -5^ 
mMmn9h)x-Whfifz4-l2-{i- V ') ^;v-5-^ ^;i/-iH--f ^ ;i/) 

v^?&;V^^Mtert-7'^;v(0.75 g)^fflv^T. mMmillc)t 

NMR (300 MHz, CDC 1 3) (J : 0.99-1. 12 (2H, m). 1.37-1.52 (3H. m), 1.72-1.81( 
4H, m), 2.15 (3H, s), 2.45-2.56 (3H, m), 2.84-2.90 (2H, dt, J = 4.2, 6.9 
), 2.99 (IH, dt. J = 3.0, 12.3), 3.51 (3H, s), 3.55 (2H, dt, J = 4.2, 6. 
9), 3.83 (IH, d, J = 13.2), 7.28 (IH, s). 7.59 (IH, dd, J = 2.1, 9.0), 7 
.89-7.94 (4H. m). 8.48 (IH. s). 
Ttm^m^ C25H30N3O3SCI -0. 75H2O t LT 
ai^'fii (%) C. 59.87; H, 6.33; N, 8.38. 
HzM-fil (%) C, 60.01; H, 6.33; N, 8.38. 
[0 17 5] 



l-[3-(6-:5' n ^-2-:^"7'^;^)>^-'^'i^^;^•/^/^v ^ ;v]-4-[2-(4-p« ^^v-iH-'f 5 



;jfe^?fli20 
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||jSt^jii9b)-t?#'btt^c4-[2-(i-h ';^;v-5-^^;v-iH-^ 5 ^v-;v-4-^;v) 

jc^;l/]-l-li^'; v?>;^;;i/j}?>Mtert-:/^;V(0.66 g)=Jrfflv>-r. H^feMllOb) t 
|Wl;m<^:^i*=^ffl^^TMfB<l:'^%^it-fe4!tBSg5^@#:(0.33 g, 57%) L-C#/^o 
NMR (300 MHz. CDCI3) <J : 0.99-1.16 (2H. m), 1.51-1.59 (3H, m). 1.70-1.81 
(2H, m), 2.18 (3H. s), 2. 44-2. 55 (3H, m), 2.83-2.88 (2H, m), 2.98 (IH, dt 
, J = 2.4, 12.6), 3.53-3.59 (2H, m), 3.79 (IH, d, J = 13.5). 4.45 (IH, d 
, J = 13.5), 7.44 (IH, s). 7.59 (IH, dd. J = 1.8, 8.7). 7.88-7.96 (4H. m 
). 8.47 (IH, s). 

lt%^m C24H28N3O3SCI -0. 5H2O h LT 
S^-flS (%) C, 59.68; H, 6.05; N, 8.70. 

(%) C, 60.05; H, 6.24; N, 8.90. 

[0 17 6] 
II»J121 

1_ [3- (6- ^ n n -2--^ -7 ^ ;v) ;^ ;v ^ ;v 7" n y -f ;V'] -4- [ (z) -2- (1- ^ ;i'-iH- 
A 5 rv-;V'-2--r ;i/)j:.-r if 

121a) 4-[(z)-2-(i-^ ^)V-m-4 ^ ^y'-}i^-2-^ ;v) If ^;v]-i-ii'^ V v^v:^;^ 

5i^'>mtert-rf-;V 

5. iJ^v*-;V-2-T;l/T"t K(0.5 g)t3 ^i\:4-{l-\£^V z^>tj)l^^ 

>^tert-7•■^;^)p{^;^ h 7a^^;vs^;^j^^'7A(4.o g)^m^^x. ^it^Jiii 

a) tmm<oijmii^xmm\:^m^m'^m^Mmmo.72 g. 54%) t Lxmzo 

NMR (200 MHz, CDCI3) ^ ! 1.22-1.34 (3H, m). 1.46 (9H. s), 1.72-1.79 (2H, 
m), 2.86 (2H. t, J = 12.8), 3.61 (3H. s), 4.03-4.14 (2H. m), 5.63 (IH, d 
d. J = 9.6, 11.8). 6.10 (IH, d, J = 11.8). 6.82 (IH, d. J = 1.0), 7.07 ( 
IH, d, J = 1.0). 

121b) 1- [3- (6- iJ' n n -2--^ -7 ^ ;i/) ;v >^ - ;v y n /nV -4- [ (Z) -2- (l-p« "f- 
;i/_lH-^ ^ rV-)V-2--{ ;l') If v> 

121a)t?#yi:4-[(Z)-2-(l-^ ^;V-lH--f ^ i5^V'-;V-2-^ ;l/) lf-;V]-l-lf 
>?>:*;v^*>^tert-y^;v(0.40 g) t3-(6-:5' n n-2-'^7f-;v);^;Vs^^;V7'n 
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il'fe*t^?^@#(0.45 g. 71%) t LXm^o 

NMR (300 MHz, CDC 1 3) 5 : 1.14-1.34 (2H, m), 1.75-1.91 (3H, m), 2.67 (IH, 
dt, J = 3.0. 12.9), 2.83-2.90 (2H, m). 3.17 (IH, dt, J = 3.0, 12.9), 3.4 
9-3.59 (2H, m), 3.62 (3H, s), 3.76 (IH, m). 4.24 (IH, d, J = 13.5). 5.55 
(IH, dd, J = 9.3, 11.7), 6.11 (IH, d, J = 11.7), 6.83 (IH, d, J = 1.2), 
7.06 (IH, d, J = 1.2), 7.59 (IH. dd, J = 1.8. 8.7), 7.89-7.96 (4H, m), 
8.48 (IH. s). 

Ttm^m C24H26N3O3SCI -0. 25H20 tLX 
a^-fit (%) C, 60.49; H, 5.61; N, 5.83. 
HilJil (%) C. 60.67; H, 5.85; N, 8.59. 
[0 17 7] 

mMmi22 

l_ [3_ (6- ^ n n -2-i- "7 ^ ;v) >^ ;v ;v ■:^n /nV ^ ;v] -4- [2- (1-^ ^ )V-m-y[ ^ 

mMmi2i\i)x%fzi-\.Z-{.&-^ u u-2-i-y^)V)7.)V:^c:.}V:fu^^yf ^ ;i/]-4-[ 
(Z)-2-(l-p{-?";v-lH->f ^ ^V-;v-2-'f ;v)j^"r^;w]ii'^'; >^v(0.20 g)=S:fflv/^ 

mmm\i\h)tmu<D^^^m\i^xmuit^m^^^iBk^n'f^m^{^^^ 95 

%) h Lxnfzo 

NMR (300 MHz, CDCI3) 5 : 1.02-1.16 (2H, m), 1.58-1.86 (5H, m), 2.52 (IH, 

dt, J = 2.7, 12.9), 2.67 (2H, t, J = 8.1), 2.83-2.88 (2H, m), 3.00 (IH, 

dt, J = 2.7, 12.9), 3.53-3.59 (2H, m), 3.57 (3H, s), 3.81 (IH, d, J = 13 

.2). 4.46 (IH, d, J = 13.2), 6.79 (IH, d, J = 1.5), 6.91 (IH, d. J = 1. 
5), 7.59 (IH, dd, J = 1.8, 8.7), 7.89-7.96 (4H, m), 8.48 (IH, s). 
Jm5^^ C24H28N303SC1-0.3H20 t bT 
ai^'fit (%) C, 60.13; H, 6.01; N, 8.76. 

mmm. (%) c, 60.21; h, 6.06; n, 8.46. 

[0 17 8] 

II»J123 
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5-|l-[3-(6-^5'^^-2-•:^7^;^);^;^^}^-;^"/^>'^V'^;^]-4-li•^V i^—M ^ 5 
^V{2. 1-b] [1, 3] V"- ;v 

123a) 4— f 5 ^Vl2, 1-b] [l.Sj^Ty-^V-S--^ ;l/-l-e^'; v ;i'jK>Mtert 

4-(l-7'n-t-2-:^^yj^f-;v)-l-lf^';>^>:^;V4^>'^tert-:/f-;v (2.0 g) 
i:2-T5y^Ty'-;V(0.77 g):6^ib. ^i&M81a) fc|^^<^:^^tCTmiB'fk'^t?(0 
.55 g, 23%)^#fCo 

NMR (200 MHz, CCI3) ^ I 1.48 (9H. s), 1.55-1.76 (2H. m), 1.96-2.05 (2H, m 
). 2.82-2.95 (3H,m), 4.19-4.26 (2H, m), 6.85 (IH, d. J =4.4), 7.03 (IH, 
s), 7.33 (IH. d, J = 4.4). 

123b) 5-|i-[3-(6-i5'nn-2--^7f-;V');j^;i/j^^;v:/n/NV'i';i/]-4-t:^i; -J=- 
M^i^iT vi2, 1-b] [1, 3] ^ T ;v 

^Jfeffll23a) t?#fc4-^ ^ ^V'[2, 1-b] [1, 3] f-Ty-;V-5-^ ;Wl-tf^ V 
:«f;l'^*^mtert--/^;l/(0.55 g)^fflv>T. IIMm5b) t |S|1t<^:^i*«rfflv^Ta 

fB'fb^tl^li'fe^B^H^®#(0.48 g, 55%) t LT#fCo 

NMR (300 MHz. CDC 1 3) 5 : 1.52-1.77 (2H, m), 2.00-2.12 (2H, m), 2.75 (IH, 
t, J = 15.6), 2.90-3.05 (3H, m). 3.22 (IH, t. J = 15.6), 3.53-3.62 (2H, 
m), 3.97 (IH, d, J = 13.8), 4.59 (IH. d, J = 13.8). 6.86 (IH, d. J = 4.5 
), 7.01 (IH. s). 7.34 (IH, d. J = 4.5), 7.59 (IH, dd, J = 2.1, 9.0). 7.9 
0-7.97 (4H, m), 8.49 (IH, s). 

[0 17 9] 
^»J124 

i_ [3_ (6- n n -2--:h -7 ^ ;i/) ;^ ;i/ j}^ - ;v n / w ;v] -4- [4- (2- p{ ^ ;v-lH- ^ 

124a) 4-[4-(2-^ f-;^-lH-^ ^ rV- ;V-1-^ ;l/) y^)V\-l-l£^ 
^tert-"/f';P 

4-(4-:/n^^^;l^)-l-tf^V>^>*;VjK>'^tert--r^;v(Egbertson, M. S. 
et. al.. Journal of Medicinal Chemistry, 1994, 37, 2537) (2.0 g) ^2-^ 

^ ^ rv'-;Ko.56 g) ^fflv^r. mmmioia) tmm<o:fjm^rmm^t^'^^^ 
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fe;?*t^ty©(0.94 g, 47%) t LT#7to 

NMR (200 MHz, CDC 1 3) 5 : 1.03-1.35 (4H, m). 1.45 (9H, s), 1.59-1.82 (7H, 
m),,2.37 (3H, s), 2.66 (2H, t, J = 12.4), 3.81 (2H, t, J = 7.0), 4.06 (2 
H, br). 6.80 (IH, d, J = 1.4), 6.90 (IH, d, J = 1.4). 
124b) 1- [3- (6-^^ n n -2-«^ 7 ^ ;v) ^ "/n /nv ^ ;v] -4- [4- (2- ^ ^ ;v-i 

^WJ124a)tr#7t:4-[4-(2-^ ^;i^-lH--f ^ rV-^Wl-xf ;i/) 
V v^:«;;^5K^mtert-y^;v(0.93 g) ^Srfflv^T. Il:^^?fl85b) i;l^^(^:^felCT 

sfB'fk'a-tf'&iE-feit^^^H'^co.i g, i5%)tLxmzo 

NMR (200 MHz. CDC 1 3) .J ! 0.91-1.08 (2H, m), 1.22-1.43 (5H, m), 1.61-1.74 
(4H, m), 2.37 (3H, s), 2.40-2.54 (IH, m), 2.81 -3.02 (3H, m), 3.52-3.60 
(2H, m). 3.78-3.85 (3H, m), 4.26 (IH. d, J = 13.2). 6.79 (IH. d, J = 1.4 
). 6.90 (IH. d. J = 1.4). 7.58 (IH, dd, J = 2.0. 8.8). 7.92-7.97 (4H. m) 
. 8.47 (IH, s). 

Ttm^m C26H32N3O3SCI -0. 5H2O tLX 

(%) C, 61.10; H. 6.51; N, 8.22. 
(%) C. 61.21; N, 6.57; N. 7.95. 
[0 18 01 

mnm i 

mK.if. 'A(Dx^tj:^yjKX'=>xm^'r^^t^^x^^o 

1. :^-f^)i^m 

( 1 ) mmmMxn h Ktzit^m 1 2 o m g 

(2) h-;^ 2 1 Omg 

(3) ^^B^H-fe^Vn-;^ 2 7mg 

(4) :^^Vi5^^->»^7A 3mg 

liJ-f^jV 3 6 Omg 
(1) . (2) b (3) ^iiXf (4) (0\/2^m^\^fz^. W&Vctho CltL 
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( 1 ) mmmesv'^ h fitz^t^m 1 2 o m g 

(2) V-X 2 1 Omg 

(3) ^^B^H-fe;VD-x 2 7mg 

(4) y^T-T'; >M'^:r:T>v'i'A 3mg 

1 iJ-f-^DV 3 6 Omg 

(1) , (2) t (3) m.Xf (4) (D I / 2 ^m^'Lfz'ik. WSiit-fho vltt 

(4) =&Jnx.r^#Sr"t*^^>:«;y-fe;vic^Af 

3. ^^PJ 

( 1 ) *»J68-C1# f> tLf^-fb^t/ 1 2 0 m g 

(2) 7i^h->5. 174mg 

(3) n-^;^^-^ 5 4mg 

(4) ^B^H^;vn-;^ 10. 5mg 

(5) y^T^T'; >m'^i5'*^->"^A 1. 5mg 

11^ 3 6 Omg 
(1) . (2). (3). (4) <^2/'3i3J:r>' (5) <?)l/2*rS#Qt7tm. 
j^fe'fb-t^o (4) (5) =£riOM3^tcijnx.T^^JHSPJE^M-r^ 

o 

4. ^^J 

( 1 ) llifeM72-e# C> flfzit^m 1 2 0 m g 

(2) h-J^ 1 7 4mg 

(3) rr->';^^-^ 54mg 

(4) |^^-fe;vn-;;?. 10. 5mg 

(5) ;^7"TV >m'^iJ^^'>'i'A 1. 5mg 

1^ 3 6 Omg 
(1). (2). (3). (4) (D2y3^XZ>^ (5) <DiX2^m,mLfzm. 

mmt-r^o (4) ^j;ixf (5) ^^(Dmm^M^xm^nzM&^m'^^ 
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mm 2 

, Bm'&m^m^yi^^mK.x i o om i tt^o ^<Dmm^mm^i^TxamL 

[0 18 1] 

(1) \^v^mtissLm.mmmxm^ (pxa) m^i^m 

A#;t 0 . 0 5 M h »; (pH8.3) 225;«i> ^ (umt-^m 

^i^^i^)l^y^)Vy yi-^-y ViZ'SM) 5 /u IRZfi^yFXa (0.3unit/m 
1) 10;xl^m^X3 7X:xmi0^mKm^^fz^k. (SmM, S-2 
7 6 5) 1 0 /iz l^mMLXSlVXlO^mBLB^^fZo ^A^^X. 5 0 
7K2 5 ^ 1 *inx.T^)S=^#Jh$-^/cf^> ^^mfKX >9 4 0 5 nmO^Siitm 

<om\:^wm\^. FXai^m^b o%mm't:hmm (icso) ^^mtfco 

[0 18 2] 

(2) In vitro^HNF^M^^ 

. (2 - 1 ) ^mmmmmm (pt) m^m : 

FIK^ (DIAGNOSTICA STAGO) ^fflv^ iS)JfD.?S/M@B#F^SlJS^« (STA compact 
. DIAOiOSTICA STAGO) KXy)m^Ltio t hiE^JflL^ (ff#t: MflL^FFP, m7jc 
<k^Xm) 97 1 Jc^!fe3;«l=^^iH]L. 37VX4^mfmm^LfZo JblBJfiLmSO 

mtX(Dmm'kWmLfzo ^tJ{ivp<^;i'X;VsJ^^vK (DMSO) tc^lit-C^^ffl 

L;^^o ummM2^MMmmit. mi}^<o^t>y)\,zmiisoimm\^fzt^(Dmmmm 

(2-2) P^H^^@B#F^ (APTT) M^-ft : 

STA-APTT-LT (DIAGNOSTICA STAGO) ^fflv^ gl&M^@B#F^SlJ^^gir J: i9 
Yu>:^':f^:^i^>^^^50fjtl^lJUL> 37t:-C4^^^'iiilPSL7to 25 nmol/l 
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xmmLfzo mmmm2^mMi^mit (2-1) tmrnzn^mLtzo 

(2-3) bn>tf>'^®B#FHl (TT) M^-^: 

7-^ -/'j^-^^ft^ (DIAGNOSTICA STAGO) =l:fflv\ ^l|jjflLV^^@^F^t|lJ^ 

t, 37'CT-3^F^^'|iSniaL;'v:o JiffiJfiLltSOyu UC^L. h uy}£ymm00M 1^ 

f&^«BiE{± (2-1) i:|g;jtlc#mL7^:o 
[0 18 3] 

(3) Ex vivo mm^mwmm i-^^:^) 
(3-1) mmmi^^: 

ilttlCRv^;^ (25 - 35g, S::$:^l-T) ?r^ffl LfCo ^> (5 
0 mg/kg, i.p.) ftffitTl::T. S»M i ^9 ^tf *5 inlAg<7)#*-e^|lI^4- Lfz 

--'V, WiTt^mm) 1/10#ICT0.8 mimjIiLt. 3000rpm-??15^F^^^i:-LJfillt=Sr# 

mm L Ttm. 1 60 Bf ^ fl!l5e L o ^@ ^ (iPlK^ (DIAGNOSTICA STAG 
0) ^fflv\ g|ft«^@^^M^^S (STA compact) KX^M^l-fZo M^it 

L> *tB3Sltcti^!^0>ft:*?'9tc^;;.{^;VT-t hr^ K^l/10 N:^mi:^a:^:^?e[ 

^<Dmmm^<oit (%) t^u/^o 
(3-2) mn^-^: 

mmCRr^^:^ (25 - 35g, B-^^Vr) ^^fflt/co i2mm&^±^^\.fz^ 
(SOmg/'kg, i.p.) 0#TtwTm^:;^i&MJ: i}$i^lfiLL/io ^tftiO.5%^ 
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n-x^is^Lfco ^(omi (3-1) tmm^nofzo 

[0 18 4] 

( 4 ) In wivomm.m'jpmwi^^ 

(4-1) 7^;^ hWMv^v >iS : 

Umetsu h(Dlf]^ (Thromb. Haemostas.. 39, 74-73, (1978)) \Z.mZfZo *6tt 
SD^^^yh (200-350g, S::$:^VT) ^fflvv \^/'i}V}£^ -)V (50 mg/kg, 

i.p.) m^TicT. :£5i»M^:^^»fRto^ic, m^^^mm\^fz^'') ^i-X^^ 

U>' (50U/ml) ^^ts§£M:^m^-^mfz\^fZo JfiLTe[=^15^MIS^$-^, ^(^Wir 
T'^-^(2mlAg) t> mm\iZ.ki.mm<D^t> ^ t::0. 5%> ^^iz-fe^vn L 

( 4 - 2 ) 7 h mg|5:^l^jmif^i8^^^^-r';v 

*ittSDm^';'b (200-400g, 02^^ VT) ^^^ffibfCo b/N*;vH'^ ( 

50mg/kg,i.p.) mmy\^xmu-xmm^rw-\<mm\^fz'ik. mi-xmm.(D^m 

'9>'^';^->*T--"r;V (Fogarty 2F. Baxter) ^ifAL. 2:$:o^ 
<JD^ =S-200-300ml<7)g^^-ejli h t "tfz^^fV- ^XSm^^ Lfzo yfiT-'r 
;v=lrfei. ^i^M^ll^g|5^:::^-^t/:^^26G<^)itt-^^c^^/im> it=^^i9l^< 
it-egp^^^^fpfiKLyJio 30:5^m. ^9l2f:(^^^|St)*\ 22^<:0:^or^lc-e§fc 
Jll^=SrT^lwSS5aiL. mk<r>WMM.^mm\^^^^^^ (BPllOS, Satorius) 

J;i9?il^Lf^o il!^<^l£-^i*^nib^vM±s^mi*ii£-%^icT (4-1) i: iwi^ttc^ff o 

T^io ^tfCOfSttti (4-1) ^:|WI;|ttcLT#mL/io 
(4-3) yy\^%^mM.%m. (DVT) ^7";^ 

ilttSD^^yb (200-350g, B:^^ l^T) ^Mv^/co (50 
mg/kg. i.p.) UWT\ZX^ 1^-^mk\-^'^-')^^\y-yf-:^--zr^mX\^tzo 

tBiE# 2003-3107171 




mm. 2002-338939 



169/E 



m^LfzmmA) (om^^3^y)i^ibtzo mm<Dmmt (4-i) tragic L-c^m 

[0 18 5] 



^n^Hil^WJl (1) -e^i6fcl C 5 o®'S:^t-c 
1^1] 





ICso (nM) 




ICso (nM) 


24 


31 


38 


11 


39 


11 


42 


7.1 


68 


5.6 


72 


7.2 


102 


43 


109 


45 



[0 18 6] 

^^m<oit'^m (I) tTtii^o-^^. ^fifz¥X2imm^m^m\^. ffimo 
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mm 

i^^^^^^i ^ ( I ) 
[it I] 

R— W— S (0) a— X— Y— nT)— Z'-Z^-Z^— (V) (0 

m&^^U X(iSm$tLTv>T^> J:v>2ffiOR'fb7K#*^^t> Y{±-CO-, -S 

(0)- -s{o)2-tfzim^^^7FU mAiim^^^-^^^ri,x.\^^\£uvi^^>M 

T^) J:v^2ifi<7)|ii^tcO^<b7jc**=^^L^ Z2(i-N(R1)-, -0- -S(0)- -S(0 
)2-, -CO- -CH(Rl)- tfzii^^^ (R 1 {i7K^iI?-> fi^^ ttTV^T J: 

o 
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